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(57) Abstract 

Compounds having an antitumor activity and causing no morphological change in cells. Compounds of general formula (I), 
pharmaceutical ly acceptable salts of them and solvates thereof, and medicinal compositions containing the same. In formula (1), X and Z 
represent each CH or N; R 1 " 3 represent each H, optionally substituted alkoxy, etc.; R 4 represents H; R 5 " 8 represent each H, halogeno, alkyl, 
alkoxy, alkylthio, nitro or amino, provided that all of R 5 " 8 do not represent H simultaneously; R 9 and R 10 represent each H, alkyl or 
alkylcarbonyl; and R 11 represents alkyl, alkenyl, alkynyl or aralkyl. 
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N- {2-^DD-4-[ (6, 7-y^^-4-^ , /'J-J|/) tt^y 
x~;i/} — N ' — (V7^JUVUT. 
N- (4- {[7- (^>^;P^-» -6-^h + y-4- + t > yjzjl,]t 

N- (4- {[6- (^>v;M-^>0 -7-^ h^y-4-Wj^]t 

N- (2-2UU- 4- { [7 -^h + v-6- (3-WJ;7'D^y) 
-4 - ^tyj-^^y} 7i-JW — N ' -7*D EJIVUT, 
N-[2-^nn-4-( { 6 -p< h*->- 7 -[2 - (iH-1-f^VU 

N-[2-7DD-4-((6-^h + y-7-[2- (1H-1, 2, 3-h 
UTV-;P- 1 -^)V) Ih + y]-4-WJ-JH t^y)7i^]-N 

N-[2-*on-4-( {6-*h*>/-7-[3- (1H-1, 2, 3-h 
'JJ'Z-JKl-i'jW 7°D^y]-4- + tyj^} ^->)7iZ^]- 
N* -X^tf^T', 

N-[2-^nn-4-( { 6 h*->- 7 -[2 - ( 4 - tf^ 7 >>V ) 

Ih + y]-4-+t7'Jz;H t+y)7x-JP]-N' 

N- (2 -700-4- { f 6-^h + v-7- (2-WJ/Ih + y) 
-4-^t l / l J-J^y) 7iZJW — N ' -X^^-j/UT, 

N- (2-7DD-4- {[6-p<h + v-7- (3-^MUy7'D#+y) 
-4-^t l /'Jz^]^y} 7i-JW — N ' -X^h^l^ 

N-[2-70D-4-( { 6 h*^- 7 -[2 - (y^f^75 7) Xh 
+ y]-4-+t'/'J^H t+y)7i-Jl/]-N' -X^-;i/^l/7« 

N-[2-7no-4-((6-^h^y-7-[2- (1H-1-<57V'J 
;P) lF + y]-4-WJrjW ^+y)7iHj|/]-N ' -yohf^^l/T, 
N-[2-7DD-4-({6-^ + ->-7-[2- (1H-1, 2, 3-h 

UTv/-;i/- 1 xh^v]-4-^F^-yux;u} ^->)^-^]-n 
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N-[2-^On-4-(f6-^h + y-7-[3- (1H-1, 2, 3 - h 
1 -<)V) 7*n*^y]-4-+tyjz;i/} t+y)7i^]- 
N ' -yP^Wl/T, 
N- (2-^DD-4 - {[6-*h*is-7 - (3-Wjy?'D^y) 

N-[2-^DO-4-( {6-^<h^^-7-[2- (y^W^y) Xh 
+y]-4-+t , /U-JH t+y)7i^]-N' -7"o VT . 

N-[2 - ^PP-4-( { 6 - p< h^>- 7 -[2 - (1H-1 — f 5*VU 
;W ih + y]-4-WJ~JW ^>>)7xx;U]-N' -ttWVT * 

N-[2-7PD-4-({6-^h + y-7-[2- (1H-1, 2, 3 - h 
U7V-;U- 1 lh + y]-4-WJ^H t^y)7x^]-N 

N-[2-7no-4-((6-^ + y-7-[3- (1H-1, 2, 3- b 
1 -4)V) 7"n^y]-4-WJ^JM ^J/)7i^]- 

N-[2 -7DD-4 -( { 6 -pt K*~>- 7 -[2 - (4-*^;H£^>V) 
Ih + ^]-4-WJ=;U ^y)7i-;i/]-N' -T'^^l-T, 

N- (2-£dD-4- {[6 -y< h^~>- 7 - (2-Wjyih + y) 
- 4 -^t'/'J 7i-JW — N ' -T'^l/J, 

N- (2-^nn-4 - {[6-^1-4^-7- (3 -^&;i^U /7n^y) 
-4-+ty'U-;^y} 7i-JW — N ' -y^;u>j7i/T, 

N-[2-7DP-4-( { 6 K^v- 7 -[2 - (y7fj|/7$;) Xh 

N-[2-7DD-4-( (6 -y< h*^- 7 -[2 - (y/?JP75 7) Xh 
4 U;U} t^y)7iljl']-N' - :/P fcfJl/£ l/T . 

13. N-{2-^PP-4-[(6, 7-^h + ->-4- + y»j;W t^>] 
7i-JW — N ' -fU\i)V^V7. 

5 1. N-(2-^nP-4-{[6-^h^>--7 - (2-Wjyxh + y) 
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7iZJW -N* - (2, 4-^7MD7x-JP) 

7t^7> 

62. N- (2-7DD-4- [(6, h*5>- 4 -^l/'J x;U) 

v] 7i^JH — N ' -7°D^CI/7, 

7 6. N— [2-i/UU- 4-[ (6, 7 -S?* h^v- 4 -^V/>J x;W 5j" 
+ y]7i-W — N ' -X5 L ;i' r 7l/7\ 

117. N-{2-7DD-4- [(6, 7-v 5 ^ 4 -)V) * 

7x-;i/}-N' -^5=-;L"^l/T, 
119. N — (2-^DD-4- {[6-^h^~>-7-(3 -^e;PjN U / 7"0* 
+ v)-4 -*Fj-W ^->} 7iZJW — N ' -~fu IfJ^I/T. 

135. N- (2-7DO-4- {[6-^h^v-7- (3-t^'Jy/7"D 
-4-+tyU-^+y) 7x-;U) — N ' -7"0 \L)W\sT. 

142. N— (2-7DD-4- {[6-*h4^>-7- (3-k'UyJMF + 
~» -4- + ; i JJ^y} 7i-JW -N' -7"P tf;U«j7 U7> 

143. N — (2-^on-4- {[6-^h^>--7- ( 4 - tT U h- * 
-» -4- + yj;H^y} 7i-JH — N ' -yotf^i^r, 

144. N — (2-i70D-4- {[6-y<h^^-7- (2-WJ7lh 
-4-*/ 'J )U]yf*i/} 7ii;W — N ' -7"D^|/7. 

145. N-(2-7DP-4-(6-/h^y-7- {[2- (1H-1, 2, 
3-hU7 7-^-l — r;U) Xh^y]-4- + yj;W t+y)7i^]- 

146. N-[2 -7DO-4- (7- {[2- ( 1 H — 1 — < S.&W )V) Xb 
*y]-6-/h + y-4- + ;iJJH t^y)7i^]-N' - 7n t?;i^ 1/ 
7, 

148. N — [2-27DO-4 - (6-^h^f>-7 - {[2 - (4-^JUt:^ 
7'^/) Xh^v] -4-^7'JJH 7iUH — N ' -ynti;i/^l/ 
7, 

149. N — (2-^700-4- {[7 - (2-th*D + yih + y) -6-* 
h + y-4-^/U^y] 7xX;U) — N ' - 7° □ tVL- 1 ? 1/7 , 
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151. N — (2-^PP-4- {[6-*h*~>-7 - (3 -^;U*U /7°n 
-4- + 7U^y} 7x-;W -N' -T/Ptf^l/T, 

152. N-[2-^DD-4- <6-j*h^«y-7- {[3- (4-*^7l/hf^ 

z> 

153. N-[2-^PD-4- (6-*h=£->-7- {[3- (1H-1, 2, 
3- h'J77-JP-l 7"D^^]-4-^/'JJH tf+vO 7x.-Jl] 
-N' -7"D ^^L/J, 

157. N — f2-7DD-4-[ (7 - { 3 -[ + (* 

7S/]7"D#^y} -6-/h^y-4- + /iJA) t^y]7xriH 

— n ' -yntf;i"j7i/T, 

159. N — (2-^DO-4-[ (6-/h + y-7 - {[5 - (1H-1, 2, 

3 - h UTy-;i/- i --r;u> ^>^;y]^-+->} -4-=^/u;u) ^s^x 

— N ' -7aW^7, 

160. N-[2-7DD-4- (7- {[4- ( 1 H — 1 — -f 5 ^*VJ )V) 7b 
+ yJ-6-^h + y-4- + 7'j;H ?Mr^) 7x-^]-N' -7"nt 0 ;i/^k 

162. N- (2-^7DO-4- {[6-y<h^>-7- (2-m'J7Xh 
-4-+tyj^]t+y} 7i-J|/) — N ' - (2, 4-77MO 

~?x.~)V) "71/7, 

163. N — (2-7DO-4- { [6 -^h^>-7- (3-€MU77"D 

-4-+tyuz^]t+y} 7i-;w — n ' - (2, 4->>:7;m- 

D7xZW !7l/7, 

164. N-[2-70D-4- ( 6 h 4- i> - 7 - {[3- (4-*^)U¥^ 
*7i?J) 7 J D^y]-4-+tyU->ll'} 7i-^]-N' -(2,4 
-y7JI/ta7x-;W 7y7, 

165. N- {2-^PP-4-[ (7 - { 3-[ ( 2 - k h'O^yxfW 
75/]7D^y) -6-* h^^-4-^^-V'U n;y) 

M — N ' - (2, 4-y7MP7xZ« C^7, 
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168. N- (2-^PD-4- {[6 h^v- 7 - (3-Wjy7°D 
>J^» 7i-;W -N* - (2, 4-i?7MD7 

169. N — (2-^OD-4- {[6-^h^;>-7- ( 3 - tf U h 
>0 -4- + yjjV]^y} 7i~W — N ' - (2, 4-y7JPtD7iZ 

170. N-[2-^DP-4- (e-^h^x-?- {[2- (1H-1, 2, 3- 

hVTV-)i- i — r;w ih*>/]-4-*/'j;n 7i-^-n' 

- (2, 4-y7Mn7i~Jl/) ^l^T, 

184. N — (2-^PD-4 - {[6-^ b=*r->- 7 - ( 3 — tf^\ U yV7'D^ 
ty) -4-4 1 ^-V r U-;H xf^>} 7iZJW — N ' -*^)VVUT 
18 5. N — (2-^OD-4 - {[6-^h^i>-7 - (3-^'Jy;7'D| 

-4-+t , /U-;i/] ^-^->) :7x~;io — n ' -x.^)vout. 

186.N-(2-^PP-4-{[6-*K^->-7-(4-fcfU xJl/* 
-4-^/U;H ^->} — N ' -.(2, 4 -/7MD7I-JW 

62. N- {2-^PP-4 - [(6, 7 -Vth^zs- A-^-tW—M 
~>1 7iZJH — N ' -7°u¥)l<yV-7 , 

142. N- (2-^7PP-4- {[6 N^i/- 7 - ( 3 - tf U 

5» -4-^;ij;^y} 7i-^) — N ' -7'n tf;i/^7 1/7, 

169. N — (2-i/OD-4- {[6-*h^>-7- ( 3 - t'J y;M h ^ 

~» -4- + /'JJ^+y} 7IZJW — N ' - (2, 4-y7Mu7i^ 

S7cttT;i/77 Ul^iot, :7Wb7KSti^ J^bzkSf^it, a^b 
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*»ii:i5fl:^«tt, ?£^fn#> 7K?p#j) itsct^ 

£3. 



WO 00/43366 PCT/JP00/00255 



- 19 




1m m 

R6 
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l:J:^TSIl!t§ 0 4 -*DP*yiJ Org. Synth. Col. V 

ol. 3, 272 (1955), Acta Chim. Hung., 112, 241 (1983)£fc«W098/47873fc:iB<R$ 

>K##te, J. Am. Chem. Soc.,_68, 1299 (1946), J. Am. Chem. Soc, 68, 1305 (19 

;UAT5 K<hSJtS3fti:T^V/D (WJ3 4#I), (2) 
tyD>Sf^»it5 (SjSM3 5*3«fctf 3 6#BH) - -5. 
& «k tfD M F y * y — ;p © «fc d 7tc j§!to#fiTT^t -5 <z> & -5 . 

xbsjstt^ ± y □ >%nmw t. ^mc v>t zmm-r z> z t \z «t t> ^jfi-r s 

frizmmt£mm<£3ifztemfeM*tz&^T, ^hD7iy-;n:^i4-^o 
(^JA«N,N-y^f;i/5j>M75H) 4>> <0!IAfc?7KB&'ffc/15 

- (75/7i/^y) +y u>R*#:*av5ttffia-r*=ir^-v/u>ijfa»'**«» 
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5ui^f§ (IilA). 

-rsnt&T^s dgi b). 

(o=C = N-R") iffUHS-B: (112), i&g (09 AWT, 7K*fb^ h U 
#A) ©^fcTMMifcTVWWfc&l (R 1 °H a 1) £f£/3£i±-2, (IS 3) Z.L 

(C&S (fcfAfcT, zK^fb^- h U ^ A) #£T> ssfc7;i/*;Hfc3ii (R'H a K 
R"Hal) M^t^af;j;oTfeiATfl. (IS 5 * ±#7 ). 

;PT5> (R"NH 2 . R I0 R"NH) SK^^-fr* d^C«fc OJSlifiTffr* (IS 4 
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£f£/B 2 i± § d £ £ J; D - h D« JIAT # 5„ 
S> (R"NH 2 ) *ftm^^ZZ\t\Z£K>VU7mft*^i&T?%Z> B 

*y v>m±<D7£L<D7m%(Dumm cpg) £i&5feu i&m<DW& 

T/\nf>i£7)l*Jl (R !! 'Hal, R 22- «R 22 ^7;i^^e/ST&-5 £^c/)T 
oh) *'&*®<D^m (MAS, ftaiKjsS) tc«kt)fPffl$-&-5c:i{3«to, +;u 

m.Soc.,19A5,61,136m\ZUm<D^m\Z^Xmmi:'^^. 

mWkKfo \z m i/i 7 )i u -)vmmw m m £ nt^s ^ , s § v> «j.Antibiot.(i 

993),46(1),177, Ann.Pharm.Fr.1977,35,503^ fC fElc (£>;75?£ fi£ o T Mm 1? € § . 
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2 "75 / -^&S^X^^;^^^H, J.Med.Chem.l977,20,146^K:l2*c<£> 

§k/mm fc d; d Mtc-t * c i fc «fc o « ifiT * * „ 

75y7x/-;mf#i:jfbl» h u >^A) <D#ffiT, 

#^nfc4-^DD^yiJ>ilMf^ffl$t5t4- (7S;7x/^y) 

^»o^rfefctsev»»6nfc»ii»#k:-ry^T^— h-si***: (o = c=n-r") 

5> (R"NH 2 ) ^ffl^-e-SCttCkO^l^TSP^^^T^*. 

+^-'/U>iR±0 7 (PG) £B£3cU 
&TJ\ny>4k7Jl'*)l> (R !! 'Hal, R 22 ' ttR M ^7;i/3=^->*T?*S <h^(7> 

7;u4-;ueu4J-**-r) ^ffl^utiiio, fc^tex;^-;^^ (r 

:! 'OH) (0S*tf. tB£SJ£) iCtD^^-B-SCiKl.fcD, 

mm 4 mm) o 

ascular endothelial growth factor) T$lJ^ Lfc <h £ d 5M A P K (mitogen-acti 
vated protein kinase) O^ft-fb £IH*"r -5 (*iKHWl*J;tf2#l) 1 Jfil«|*| 
MSVE G F TfMTS «i:S*#T«E©>'^;Pea»K:«fc DMAPK^ffi 
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ttftSn. U >ift$n&MA P K©±#J&*B«> StlS (Abedi,H. and Zachary, I., 
J.Biol.Chem., 272, 15442-15451(1997)) . M A P K(DftVkMZlkmjT±lZ&tf Ztis. 
Wl*l&mm<DMmizn3BtZ&&&&5 Z\ttf%\ fctlT^S (Merenmies, J. et al., 
Cell Growth & Differ., 83-10(1997);Ferrara, N. and Davis-Smyth, T., Endocr. Rev., 1 

8, 4-25(1997)) c ft^T*&m\z£zfc&m*ikw&&mmftm&#'rz. 

&Ofe^£^< & v>TI^2>(Forkman, J. Nature Med. 1: 27-31(1995); Bicknell, 
R., Harris, A. L. Curr. Opin. Oncol. 8: 60-65(1996)) . t£oT> ^$&W\Z ^Zik^Ml 

«, mm. mmffi&fflm&> m&mmvw^. sag, T^n-AVkmmmtm, 
tnf^jmm(DXot^mm. mmzmmmo) k a§ n s £ <t #«t # s . 

^ot, *^wiz<kz>K&®^ ^.mz^Lftm-t. &±&\z#mzmtiT\ f * 

So 

*mw\z£ft&, *&wiz£zfc&w*^tsmmmj&mmm2nz> a 

^T«4. MiS-S-. 3§£&-^) ©t^n#>©«#fS»T, t hfeirjct 
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^nt>(D&mmmu, m^m^^nx^^mmm. mmm, &&m* mnm, 

##39 & £ £ & L TfflSfi-T -5 £ £ 5 . 

T*te«a*, il^ffis£#l^O. 5-5011%, £?2;L<te, 1-2 011% 
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SgjififfJ 1 : 2-^Dn-4 - [(6, 7->^h^->-4-^7'j;U) ^->] 7 
- U > 

^5^X;i/*^>F (10ml) h U OA (60w%, 0. 72 

g) san*.. 5 0t?3 0»ft«igiii:L. 4-7$y-3-^nn7x/- 
JNJM&£ (1. 6 1g) ^MIStlO^WLfc. ;AH4-^oa-6, 7 

-^h+WJ> (i. oog) ^inx. i o orT-^jt^L^o 

9 g, JK^6 0 %Tf#7t„ 

'H-NMR (CDC lj, 4 0 0MHz) : 54. 05 (s , 3H), 4. 05 
(s, 3H), 4. 08 (s, 2H), 6. 44 ( d , J = 5. 4Hz, 1H), 6. 

85 (d, J = 8. 5Hz, 1H), 6. 9 3 - 6. 9 6 (m, 1H), 7. 15 
(d, J = 2. 7Hz, 1H), 7. 41 (s, 1 H), 7. 54 (s, 1H), 8. 

4 8 (d, J = 5. 1Hz, 1H) 

M^J2:4-C(6, 7-y/h^y-4-^yj^) 3-->'^ 
J-)VT- U > 

^^TJl/jft+x K (10ml) fC7K?Sfft^- h U £A (60w%, 0. 72 
g) SrtJPx., 5 0°CT3 O^Jf^f^iSfcU 4-7S/-2, 3 - ^Jlx? 

JL-^^d. 5 5g) ^JPA^^Tl Qfrm.WL<tz.o ft\Z 4 -$UU- 
6, 7->7F + y + ;'J> (1. 0 0 g) 1 0 OtT-S»jftj$lfc. S 
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0. 9 4 g, i&m6 5 %T#/to 

'H-NMR (CDC 1 3, 400 MHz): 6 2. 07 (s, 3H), 2. 15 (s, 
3H), 3. 62 (s, 2H), 4. 05 (s, 3H), 4. 07 (s, 3H), 6. 
25 (d, J = 5. 4Hz, 1H), 6. 64 (d, J = 8. 5Hz, 1 H), 6. 
83 (d, J = 8. 5Hz, 1H), 7. 42 (s, 1H), 7. 64 (s, 1 H), 
8.4 2 (d, J = 5. 4Hz, 1 H) 

SBtffJ3:4-[(6. 7-y^h^y-4-^;'J^) ;f 4^>] - 2 . 5 - V * 
^)U7->) > 

^yWI/TJl/**^ K (10ml) iZfrmit-f-bWJ* (60w%, 0. 36 
g) ItiUTL. 5 OCT 3 0 U 4-757-2, 5->>^^7 

xy-;p (i. 2 3 g) Srin^jST l o^-it^L^c *i:4-^do- 6, 7 

-^h + y4 : yU> (1. OOg) ^Ml0 01CT-WL/: o fcfomz 
7k&1iU7i>7 a □MAtttfflLm ^ nn^A/f ^gSfO^TkJjt^- h 'J ?A 

^DDMV7th> (1/1) TlitSyUij^DTh^ 

MjtM±J_L 5 --^^□□-4- [(6, 7-y^hty-4-^y'J^) ^ 
->] T-'J > 

i^^^^X^^^^ K (10ml) fC7K=?ffl^HJ^A (60w%, 0. 36 
g) £Jn7L, 5 0°CTf 3 Ofrffi.&mMi&lZL, 4-7S/-2, 6-y^DD7 
x7— ;Ml. 5 9 g) £U07L^rSTl 0#J1# L7c« *i;4-^DD-6, 7 

-v* h^^/ >j > (i. oog) £iox. i o o°c-v~mm&isfz. Rfomiz 

7K?£$ra£#U *7K«-^ h U ^7AT^L7tc MBETmm^^^ LTibtl 
7t8l££, *PDJj*;UA/T-fe h> (1/1) T'lntSyU^^yOTh^ 

mm^it&VnZ 0 . 35g, iK^2 2 %Tf#£„ 
'H-NMR (CDC 1), 4 0 0MHz) : <5 3 . 84 (s, 2H), 4. 05 
(s, 3H), 4. 08 (s, 3H), 6. 2 8 ( cl , J = 5. 4Hz, 1H), 6. 
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74 (s, 2H), 7. 43 (s, 1H), 7. 64 (s, 1H), 8. 48 (d, 
J = 5. 4Hz, 1H) 

miS0>J5 : 4- [(6, h^5>-4-^7 U )V) :T^->j -2-XhPT 

v^^X^^F (15ml) (CTK^t^-hU^A (60w%, 0. 54 

g) £an*. 7 0t:T3 0^MiaiiL, 4-7$y-3--hD7xy- 

;U (2. 0 7g) $Mt/ST10»Lfc. ^(:4-i7DD-6, 7-->'^ 

h^->^/u> (i. 5o g ) ztQTL i o o°cT-4mfflm.&Lfc. KmmzTk* 

^DDMA/7th> (1/1) tIfltl,yiJAyj^07h^7 7 
-<-(CcfcO^KL> SlOft^tl^O. 5 3g, IK^2 3%T1#7^ 0 
glig#l6 : 1- [2 -7$/-4- (^>>>';W^-^-» - 5 b^^yx.~)l] 

1 - (4-hFD^y-3-^ h + y7i-Jl.) - l-x^/> (2 0 g), m 
**'JW(18. 3g), 37ftrh7-n-7'W>t-7A(4. 45g), 
^>y^7nSF (17. 3ml) SrN, N-y^f j^M75 h' (3 0 0m 
1) tigjgblOOtTlBtr^L^ &JEET^*i£@3;U lietlfcl^l: 

MfcTmm&'g&LT'&ztifcmz, $tmmm (12. 4 7mi> (12 
omi) izmffiL* m^n-2mmK}t^rc 0 o < c(cttK^± h u^atK^^ 

*D^L4"l4t L7tf£, ^on^AaaiU 77 PP*;l/AJi£S?t^ h U ^ATHS 
^Lfco ^tc, MflET^££©£LTt#b:ft;t$t££. x^/-;u (1 1 6 0m 
1 ), 7j< (12 0ml) l3^£/WT?gfi?U Iffc7>t-9A (19. 2g), 

SB* (ioi. 7 g ) mmm^3mmvrzo t7<Mii, ^pp 

^A/y^y'-jU (3/1) T8fc#U $JEETig8S£®£U f#e>*l7cSI££ 
Mth'JvAt^Lfc. «ETi§i&@iLTf#bn£^$& 1 7DD* 

jua/^x^p d o/1) Tmm-t&isvxyjipn-? b^f^y^-lZ^O 
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*8f$8U mm<Dit^^2 4. 9 5 g, mM!7% OX^-yy') 

'H-NMR (CDC 1,, 4 0 0MHz) : 6 2. 5 1 (s, 3 H) , 3 . 8 4 (s, 

3H), 5. 14 (s, 2H), 6. 12 (s, 2H), 7. 15-7. 62 (m, 
7H) 

mmM7:7- (£<>22k±±V) -6-^h^->-l, 4-ybh'D-4-^ 

/_uz> 

1- [2-757-4- (^>> ? ;i/^-=t 1 '» - 5 h + ->7xZJW - 1 - 
X^7> (2 4. 9 5 g) ^fh7th'D77> (4 5 0ml) £?§8?U ±h 
'JW^F + yF (2 4. 8 7 g) ^DoillSi: 1 I5M$#$, afKx^x* 
(3 7. 0 7ml) SJDAMT 2 IfiS 7K (150ml) 1 

^m^Lfeo 0 < C{CT»5ftK&;&nApH4K:U tK£ in A ? n P ft)\s&mtii U 

^ □□zK^A/^^y-;u (io/i) Tmm-rzz/Vfifjis? p? 

7 -ted; DMU mmoyik&WZ l 7 . 16g, iR^6 6%T#fc. 
'H-NMR (DMSO-d,, 4 0 0 MHz) : 5 3. 84 (s, 3H),5. 1 
9 (s, 2H), 5. 97 (d, J = 7. 1Hz, 1H), 7. 09 (s, 1H), 
7. 28-7. 51 (m. 6H), 7. 78 ( d , 1-7. 3Hz, 1H), 11. 
50-11. 75 (br, 1H) 

mmms:7- (^>^;u^^) -4-?pp-6-j* h=E->4yj> 

7- (^>>>;M-:fc£0 -6-^h + y-l, 4 — 1 Kn-4-4 1 /Uy> 
(17. l 6g) l;t+->iibU> (14. l 9m l ) £ijn*_, tmMrM& im 

h U ^ A7K?£ft£ TVl^ UtttcU ^ p P^AtttB U 7PO$Mi$ 

A/7-feh> (10/1) TJRHJ-rs^U^y^^aT fciOflMH 
U mmcDik&VoZ: 3 . 82g, >K*S2 1 SBTHifc. 

'H-NMR (CDC 1 ; , 40 0 MH z ) : (5 4. 06 (s, 3H) ,5. 32 (s, 
2H), 7. 3 0 - 7. 5 5 (m. 8H), 8. 56 (d, 1=4. 9Hz. 1 H) 
ggjIMJ •• 4 - {[7 - -6-7 h*'>~ 4 UjU] ^ 
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->} -2, 5-> ? ^^y-u> 

zS*^F)UXJl**is K (2 5ml) ^KHifb^HJ^A (60wl 1. 17 
g) £iD;^ 6 0tt3 0MMifiCbfc. ^fC4-T5y-2, 5-^pt 
(4. 0 0g) £ftj7l^T'l o»i, 7- (^>v;m-^ 
-» 6 b^iy^r/ >J > (4. 3 6g) ^PAt^o 2 2« 

'H-NMR (CDC 1 3 , 4 0 0MHz): 5 2, 0 5 (s , 3H), 2. 16 
(s, 3H), 3. 58 (s, 2H), 4. 06 (s, 3H), 5. 32 (s, 2H), 
6. 28 (d, J = 5. 1Hz, 1H), 6. 61 (s, 1H), 6. 81 (s, 
1H), 7. 2 8 - 7. 4 2 (m, 3H), 7. 44 (s, 1H), 7. 49-7. 
54 (m, 2H), 7. 63 (s, 1H), 8. 39 (d, J = 5 . 1Hz, 1 H) 

ll^firi (ESI -MS, m/z) : 40 1 (M* + 1 ) 
Mm®! 10:N- (4-U7 - (^y^Jl^^j,) - 6 -p< b=¥~>- 
;U] -2. 5-y7^7i-;P) — N ' - (2, 4 - 22L Ik* a ? £ 

-;i/) ^i/7 

4 - {[ 7 - (^>>?;m-*>o - 6 b*~>- 4 u;H - 2, 

5-y^f;P7^'J> (3 0 0mg) ^^DD*M (5ml) 
2, 4-y7MD7izJKVy7t-h (2 0 0 ^1) £Jn*, 70°Cf'T 
llfeiffi#Ljfc 8 KJtSfKS:, ^nn^A/7th> (7 5/2 5) 
U*WD7 h^^ T-r-fciDJflMSfU mM<Dfc'£W$: 3 6 8mg, IR* 8 
8 %Trt#7tc 

'H-NMR (CDC 1,, 4 0 0MHz) : <5 2. 17 (s, 3H), 2. 26 (s, 
3H), 4. 06 (s, 3H), 5. 33 (s, 2H), 6. 29 (d,J = 5. 
1Hz, 1H), 6. 42 (s, 1H), 6. 7 6 - 6. 9 3 (m, 3H), 6. 7 
0 (s, 3H), 7. 3 0 - 7. 5 4 (m, 7H), 7. 60 (s, 1H). 8.. 0 
4-8. 12 (m. 1H), 8. 44 (d,J = 5. 4Hz, 1 H) 
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mtmi 1 : N- (4- {[7- {^>2Jk^±l - 6-^h^y-4-^;iJ 
)V\ ±±iy} -2, 5-y7f^7i^) — N ' - ( 2 - * h*j/7 x 

4- {[7 - -6-* h^>-4- + yij;H -2, 

5-v^^;U7— U> (3 0 0mg) S^aasfrJkk (5ml) \zmMLfr&* 
2-^h + ^7iZKV->7t-l> (0. 24ml) £flnx., 70tl:tlt 
tS^L^o KJ&#£, ^no^A/7th> (7 5/2 5) TJUMT-S > U * 

'H — NMR (CDC lj, 400 MH z ) : 5 2. 1 7 (s, 3H), 2. 2 8 (s, 

3H), 3. 83 (s, 3H), 4. 07 (s, 3 H) , 5. 33 (s. 2H), 6. 

26 (s, 3H), 6. 29 (d,J = 5. 4Hz, 1H), 6. 86-7. 06 
(m, 4H), 7. 12 (s, 1H), 7. 30-7. 41 (m, 3H), 7. 46 
(s, 1H), 7. 5 0 - 7. 5 6 (m, 3H), 7. 61 (s, 1H), 8. 11 

-8. 16 (m, 1H), 8. 43 (d,J = 5. 4Hz, 1 H) 

mmm 12 : 4 - U7 - i^l>v2k*±k} - 6 - * h**>-4 u m 

4^>} -2-^aD7-'J> 

y^fMM^yH (3. 6ml) l:**fl;t h 'J (6 0w%, 32 0 
mg) SrflD*., 6 0tT3 0^Safit^. ^|; 4 -7;;-3-/, nD 
7x/-j«i ( 7 2 0mg) &inAS£i&T 1 0 #jf£N£, 7- (^>v^^ 
+ -4-£mn-6-* h^v^y 'J> (6 0 Omg) £in*.fc. 1 0 5 *C 

*K5l^«lL, tl©ft^^ 5 3 3mg, » 6 6 %Tf#7c 0 
'H — NMR (CDC 1 j, 4 0 0 MH z ) : 54. 05 (s, 3H), 4. 08 (s, 
2H) 5. 32 (s, 2H), 6. 42 ( d , J = 5. 1Hz, 1H), 6. 84 
(d, J = 8. 5Hz, 1H), 6. 93 (dd. J = 2. 4Hz, 8. 1Hz, 
1H), 7. 14 (d, J=2. 4Hz, 1H), 7. 2 9 - 7. 4 2 (m, 3H), 
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7. 44 (s, 1H), 7. 4 9 - 7. 5 3 Cm, 2H), 7. 55 (s, 1H), 

8. 4 5 (d, J = 5. 3Hz, 1 H) 

(ESI-MS, m/z) : 4 9 7 (M'+l) 
mmmi 3 : N- (4- {[7- (^>^;i/^-» - 6 -pt S^~>-4-^ /U 
;P] - 2 -^□□7jq-;1/) -N' - (2, 4-y'7MD7x-^) 

OUT 

4- {[7- (^>>>;i^^» -6-y< h + y-4- + ;'JJW ^^->} -2 
-^PDTn'J > (2 6 Omg) §^7on*M (1 0ml) IzmMlstz&s 2, 
4-^yjl^ny^-jU-ivUT^-h (I98mg) Srin^iST 2 P#fU!jf# 
L7c c ^ft££r^ DP^A/T-iz h> (10/1) TW^-T^ ^ <J # p 
V b 7 J -ti OffiSSiU il©ft^ 3 3 7mg, iR^ 9 4 %Tf#7c„ 

'H-NMR (CDC1, 4 0 OMHz) : fi 4. 04 (s, 3H), 5. 3 
2 (s, 2H), 6. 49 (d, J = 5. 1Hz, 1H), 6. 8 6 - 6. 9 6 (m, 
3H), 7. 10-7. 17 (m, 2H), 7. 2 2 - 7. 2 8 (m, 1H), 7. 
28-7. 41 (m, 3H), 7. 4 5 - 7. 5 3 (m, 4H), 7. 96-8. 
04 (m. 1H), 8. 27 (d, J = 9. OHz, 1H), 8. 49 (d, J = 
5. 4Hz , 1 H) 

SMI (ES I-MS, m/z) : 5 6 2, 5 6 4 (M'+l) 
M&M 1 4 : N — {2-^nP-4 - [(7-bh'Dty-6-/h^y-4-t 

J ] ))V) jr^u) 7x-Ji/} — n ' - (2, 4 -->^;1/^-d^ji-;^) ^ur 

N - (4 - {[7 - (^>v;U^-^v) - 6-yh^y-4- + yUW t+y) 
- 2 -^nD7xZjl/) — N ' - (2, 4-y7Mn7i-^) OUT (2 1 
5mg) y^?WA7a F (11ml) KigffiU n^VOUikm (2 
15mg) Srinx.. 7K*»iBStT^ilT?llftiKj*Lfc. S^t^x^U (3 
0ml) £in*., -t^-f HJlilLzco iS«S«JETS*L, iiOft^^l 7 
4m g, IR^9 6 %T*f#7Co 

'H-NMR (DMSO-d,, 400 MH z): 53. 94 (s, 3H), 6. 
47 (d, J = 5. 1Hz, 1H), 7. 01-7. 11 (m, 1H), 7. 18 
-7. 36 (m, 3H), 7. 4 4 - 7. 5 2 (m, 2H), 7. 95 (s, 1H), 
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7. 98-8. 13 (m, 1H), 8. 23 (d, J = 9. 5Hz, 1H), 6. 
50 (d, J = 5. 1Hz, 1H), 8. 81 (s, 1H), 9. 31 (s, 1 H) 
SIM (ESI-MS, m/z): 4 7 2 (M'+l) 

mmmi5:4 - in- -6-* h^>-4-^y x im* 

=^>} -2, Z-i?*^)VT-<)> 

i?*?-)V7>)),ttls)P (6ml) tZ7K*^hU^A (60wt%, 0. 32 
g) SJnA. ffit3 0^I^Lfci, 4-75y-2, 3-y^f^7x/ 

-;u (l. i Og) £jo^iiiTi o#iwi»#Lfc. ^{3 7- (^>j?;w+j/) 

_ 4 _/ 7nn _ 6 _^ h ^, > ^ /u> (1 2 0 g) £7Jn*_l 1 0*CT6i^fyj88 

z p o a m & &*.mwt t if* ~> v atkusi l £ . »jeet»# l xn s 

*lfc3S3&, 7na*;i/A/7th> (6/1) T?JRW"T« ~> U iJif)V^ u v h 

'H-NMR (DMSO-d,, 4 0 0MHz) 51. 87 (s, 3H), 1. 96 
(s, 3H), 3. 97 (s, 3H), 4. 78 (s, 2H), 5. 23 (s, 2H), 
6. 12 (d. J = 5. 3Hz, 1H), 6. 54 (d, J = 8. 4Hz, 1H), 
6. 69 (d, J = 8. 4Hz, 1H), 7. 27-7. 51 (m, 7H), 8. 
3 1 (d, J -5. 3Hz, 1H) 

mmm 1 6 ; n- (4 - U7 - (^oyjua-^y) - 6 -y b*->- 4-*s 

VM***/} -2, 3 — N ' - (2, 4-> ? 7;i/^-n7 

4- {[7- (^>^;i/^-^^» -6-^h + ^-4-+/ij;i/]t=t : y) -2, 
> (2 6 Omg) £N, N-y/fJ^M7S K (5ml) 
KlfiS^L'fcft, 2, 4-y7MD7x-MVy7t-h (I2 1mg) £7JD 

^^y— flMJlU i%m(D{k^ty)%:2 19mg, JR* 6 1 %Tf#7t 0 

'H-NMR (DMSO-d., 4 0 0MHz) 51. 99 (s, 3H), 2. 17 
(s, 3H), 3. 90 (s, 3H), 5. 24 (s, 2H), 6. 18 (d, J = 
5. 1Hz, 1H), 6. 9 5 - 6. 9 8 (m, 2H), 7. 2 5 - 7. 6 3 (m, 
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9H), 8. 0 5 - 8. 0 8 (m, 1H), 8. 3 4- 8. 3 6 (m, 2H), 8. 
7 9 ( s , 1 H) 

mmffll7 : 7- (^>S?JM-=fr^) -4- (3 - 7;kfrP- 4 -~huy^J 
- 6 - * u > 

^PP^>-tf> (3ml) \Z7 - (^>^;U:t*~» -4-^PP-6-Xh 
4^>^y U>(30 0mg),3 -7MD-4--h07x7-JK7 8 5mg) 
1 3 0X:x-5m£\m.WVfc a SJSK^nD^A^ 7K^b^-hU^ 
A7K^SriDA 1 mmmWLfz. M/fc^£^nP*;l/ATttaiU yna^jU^ 

m & m^mm-??* > v a tkjs l m/eeto$; sssLT^5n&«^&. 

/ \^^>/^^x^;w (i/i) TJlllT£?i/f #y;i^P-? h^^- 
tC^O^MU »Mfl9 7mg. W^4 7 %Tt#feo 
'H-NMR (DMSO-d,, 4 0 0MHz) 53. 83 (s, 3H), 5. 25 
(s, 2H), 6. 91 (d, J = 5. 1Hz, 1H), 7. 2 9 - 7. 5 0 (m. 
9H), 8. 18-8. 23 (m, 1H), 8. 56 (d, J = 5 . 1Hz, 1 H) 
mmWl 8:4- (4-75/-3-7JPtn7xZ^i/) -6-* h^'>~ 7 

u /-^ 

7- (^>->*;U:t^-» -4- (3-7MD-4-Zhn7i;^y) -6 
h^x^Z U > (1 9 Omg) £N, N-^/fWM75 H (5ml ), 
h'JX^7 5> (lml) IcigtfU TkKft/t?^ 1 ?^ (4 Omg) SrflnA, 

o*;i/A/y ^y-;p (20/1) , ri«niI'> l J*WD7h^77^ 

'H-NMR (DMSO-d,, 4 0 0 MH z ) 6 3. 8 7 (s, 3H), 5. 11 
(s, 2H), 6. 29 (d, J = 5. 1Hz, 1H), 6. 7 7 - 6. 8 0 (m, 
2H), 6. 9 3 - 6. 9 9 (m, 1H), 7. 19 (s, 1H), 7. 40 (s, 
1H), 8. 31 (d, J = 5. 1Hz, 1H), 10. 03 (s, 1 H) 
$gjg0»] 1 9 : N - (2. 4-y7J^n7x-)P) -N' - {2-yjl^U- 4 
- [(7 - b FP^'> - 6 - ^ h^F-~>- 4 - ^7 UJl^) 7f^->] Z xXjij ^7 VT 
4- (4-75y-3-7MP7x; + y) - 6 - y h^y-7- + y [ jy 
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— )V (7 Omg) &9uui£)VJ* (1. 5ml), N, N-y^fMM7S H 
(lml) \zmMLfz'&, 2, 4-y7MD7i-JKVy7t-h (4 3m 
g) &11QZT&WiT 3W$KfoLfc. Rf&mzX? / —fr&mz.* M&TmM& 
^LTf#b*l£3l££, ZnufrjlA/t? S—)V (2 0/1) 
« «> U # 7)1? D?h^7^-l:j:D^li!U 3E»©rt:^&££*WK:»&. 

'H-NMR (DMSO-d,, 4 0 0 MH z ) 5 3. 94 (s, 3H), 6. 47 
(d, J = 5. 1Hz, 1H), 7. 04-7. 10 (m, 2H), 7. 28-7. 
34 (m, 2H), 7. 47 (s, 1H), 8. 05-8. 15 (m, 2H), 8. 
30 (s, 1H), 8. 43 (d, J = 5. 1Hz, 1H), 8. 97-9. 03 
(m, 2H), 10. 10 (s, 1 H) 

0 : 4-^nn-6-^h^->-7-4 : -/ l J 7 — )V 
7- (^>yJW+y) - 4-^7DP-6-^ h + J/+yiJ> (1 0 Omg), 

?t7^v-^ (3 0 0 /ii), 7^>x;u*>^ (2 5 u 1 ) & h u 7ju*-n 7 

^>X;U*>^ (lml) C»*L3 0»|BISI7?«#Lfc. MJ±T?£«£®£ 

»&<hLfc. ^^^TxU S10ft^5 3mg, W7 5%Wc« 

'H-NMR (DMSO-ds, 40 0MHz) : 6 3. 9 8 (s, 3H), 7. 3 

3 (s, 1H), 7. 36 (s, 1H), 7. 47 (d, J = 4. 9Hz. 1H), 

8. 54 (d, J =4. 9Hz, 1H), 10. 37 (br, 1H) 

Mt&M 2 1 :4-^aa-6-7N^/-7- (2-^h^ ->x blrzs) ±ZM 

> 

4-/70D-6-^h^y-7- + / "J /— ;p (5 Omg), U <5A (4 

Omg), 3 r 7^^h^-n-^'^;i/T>^-^A Omg), 2-70^1^ 
^^;i/X-^;U (4 Omg) £N. N-y7fWM75 H (10ml) Izm 

7PD^^> (6/2/1) TlHt^yiJiimDY h^77^-[:i0i 
«!U *l0ft^4 7mg, iR$7 4%Wc 
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'H-NMR (CDC 1 } , 4 0 0MHz) : 6 3. 49 (s, 3H), 3. 88- 
3. 90 (m, 2H), 4. 04 (s, 3H), 4. 3 2-4. 3 5 (m, 2H), 
7. 35 (d, J=4. 9Hz, 1H), 7. 40 (s, 1H), 7. 43 (s, 
1H), 8. 57 (d, J=4. 9Hz, 1 H) 

mmm22 : 2-^an-4-{[(6-^h^-/-7-(2-^h^->lh^-» 
-4-^/'JJWy| 7-'J> 
i>-p<^;i/X;i/^^->H (2ml) b U "j?A (6 0w%, 1 5 3mg) 

eot-cso^iM^iii, 4-7$y-3-i7DD7i;-M 

^S(3 4 3mg) ^PAtfiTl 0#jf#Lfe„ ^Cy^^XM+yH (2 
ml) tC^Lfc4 -pan- 6 h^->- 7 - (2-^h + yxh + y) * 



/U> (2 5 4mg) Ztinz. 1 1 OtT-tWLfc, S^f'7jc^]ElPx.^Pn 

feKfift^:*- h 'J^ATSiLfc, MffiT7«£®:£LT#£fifc?£££, ^ p p 
zK;i/A/ / T-feh> (7/3) r-mffi-tZ^V fit/Jit n^r h{??7 j -iz^om 

'H-NMR (CDC 1 3 , 4 0 0 MHz): 53. 49 (s , 3H), 3. 89 
-3. 91 (m, 2H), 4. 02 (s, 3H), 4. 09 (s, 2H), 4. 33 
-4. 35 (m, 2H), 6. 43 ( cl , J = 5. 4Hz, 1H), 6. 85 (d, 
J = 8. 5Hz, 1H), 6. 9 3-6. 96 (m, 1H), 7. 15 (cl, J = 
2. 7Hz, 1H), 7. 41 (s, 1H), 7. 52 (s, 1H), 8. 47 (d, 
J = 5. 1Hz, 1H) 

mmM2 3:2-^PP-4-f(6. 1 -V* h^y-4-^f'/U-^) ?t± 
is] T-»J> 

^^XJ^^F (4 0ml) Ji7KiMt;^ h U ^A (6 0w%, 5. 8 0 
g) S^O*.. 6 0t:Tr3 0 mt^fC L7c, ^iC4 -75 J - 3 - £ DD7 
iy-Mi (13. 0 5g) £2jn^ST 1 0^Hm£, J. Am. Che 
m. S o c . , 6_8 , 1299 (1946), J.Am. Che m. Soc.,_6_ 

_8_, 1305 (1946) fe£\zim2n%£?tmm^mz£-?Te>mvrz? 
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14g) %M?Lfz B 110tT3 0M^L,fci, KfomiZTk&mA? nnft)V 
Wm7 6 %Tf#fc. 

'H-NMR (CDC 1 4 0 0MHz) : 6 4. 0 5-4. 0 8 (m, 8H), 

6. 85 (d, J = 8. 5Hz, 1H), 7. 00 (dd, J = 2. 7Hz, 8. 
8Hz, 1H), 7. 21 (d, J = 2. 7Hz, 1H), 7. 32 (s, 1 H), 

7. 52 (s, 1H), 8. 64 (s, 1H) 

(ESI-MS, m/z): 3 3 2 (M'+l) 
MjiffJ2 4 : N-^>^;P-N- (2, 4-y7WD7i-^) T$> 

2, 4-y7JWD7-'J> (2, 3 7ml), ^>X7^fkF (2. 3 6m 
1) Zmffilsfz*? y-)l< (4 6ml) IZfam^tf^isOA (5. 5 9g) £>p 
momM&M^, i£l:4 5ftfflM&Lfc. ftlfcT7kmk*Vmi- bWA (2. 

6 4 g ) t&i&tl, £i&T*immmftLfc. mmTrnm^m^u, 7k. mm^ji 

(3 0/1) TlPirSy'J^yj^D T h^^7^-(3ct DtSIL^ ^H<7)-fb 
£-f£l£3. 04g, W6 0%Tf#fc„ 

'H-NMR (CDC h, 4 0 0MHz) : 54. 34 (s, 2H), 6. 56 
-6. 8 2 (m, 3H), 7. 2 5 - 7. 3 8 (m, 5 H) 

MmM2 5:^^JU 4- (^>>>'Jl.^-» - 5 h±>m 2 ~- h P^> 
'/X- h 

mis^^^^A-- h(5 o g ), mmts^tih, (7 6 g > <&n, n-^*^ 

M^AJS H (2 0 0ml) fC?g$?U Skit^>z/)l (33ml) £ 1 0 
tftlTL, ^iEL-C~m8lWLfzo 7)<£2 0 Om 1 2jn*_. S^x^l/Ttttm^ 

^ b{3«*gttgfn^7X^j!jPA^x^;n?fflaiL-feo sificeit hue? 
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OralM«2 0 0ml^M, 8 mmmWVt\z#.&taZ./t. »&nfcH# 
$93%, 

1 H — NMR (CDCh, 4 0 0MHz): 3. 90 (s, 3H), 3. 98 (s, 3 
H), 5. 21 (s, 2H), 7. 08 (s, 1H), 7. 31-7. 45 (m, 5 
H), 7. 5 1 (s , 1 H) 

gga§ff!J2 6 : 7- (^>v;U^v) -6-^h-^->-3, 4-ybKn-4- 

^±y*u y > 

X- h (15. Og) »(2 0 0ml) ft (13. 2 g ) 

HiLfc. f<#6ftfc@#£^>&u i^^x^;i/« x-^i/TSfe^u 

l o %jmiti- b U C7A7K***linA»*Lfc. $5>}c^no^;pATtt 

&MJEETTig&£«SU ibnfclf^^>7'^L, 2-7 

5/ -4- (^>>?;U^-^x) - 5-j* h*->^>Vx- h©fflffig3&£9. 5 
gf#fe» JR^7 0 % 0 

n^tltz^^jl 2-75 7-4- (^O^l/^-^v) -5-/h^y^>y' 
X— h (6 5 Omg) N-->7fWA72 H (1 5ml), J— )V 

(3ml) izmML, (0. 4 6ml), thU^A^h + yH (3 

7 3mg) 100I$T#i&L, — mmftlstc, MU^X^m^K^: 1 

X— ^;PT?ffi#»JlE£ii?>:7TftiftU 8iC5^ftS5 6 6mgffc. JR 
$87%. 

1 H — NMR (DMSO-cL, 4 0 0 MH z ) : 3 . 88 ( s , 3H), 5. 25 ( s , 
2H), 7. 23 (s, 1H), 7. 3 3 - 7. 4 9 (m, 6H), 7. 97 (s, 
1 H), 12. 06 (br, 1 H) 
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UmM2 7 : 7- (j<>2Jk^±) -4-^DD-6-,* j^y^/ij> 

7- (^>~>*;i^^;» -6-p<h^'>-3, 4-5?kl«a-4-Wj; 
> (40 0mg), y-fV7 1 nt!jHWS> (0. 3ml) U > 

(515ml) Sin*.. 2 0#WJB«EL£. Ml;M, l o %7Kmti~ h U 

m<Dik&<&)%: 4 2 Omgflfc, l« 9 9 %„ 

'H-NMR (CDCh, 4 0 0MHz) : 4. 0 8 (s, 3H), 5. 3 4 (s, 2 

H), 7. 35-7. 51 (m, 7H), 8. 86 (s. 1 H) 

SgaggiJ 2 8 : * gJk 5- (^>y;kj-=frv) -4-/h^->-2--hD^> 

v'x- h 

m^CO^^Jl 3-tFn^y-4-^h + y^>'/x-h(i0g) 1 
00 A (23g) £N, N-y^?MJPA7S F (5 0ml) fCfgJ^U ^-ffc 
sOzJfr (6. 5ml) $10mT»TU 7K£2 0 

omi snx., KKx^^Taais, $ ziz^mmizmtvk^ztiuxffiMx.^ji 
-vmmLrto &m&izmm±bV'y&&mx.irkmisit. mz, mmm&zm'&m 

om i &&tfmw.2 o om i Srjp^, 8 mmmwwzTK^m^rc. nentHft 

W 96%. 

'H-NMR (CDCh, 4 0 0MHz) : 3. 8 9 (s, 3H), 3. 9 6 (s, 3 
H), 5. 21 (s, 2H), 7. 15 (s, 1H), 7. 3 4- 7. 4 5 (m, 6 
H) 

MMM 2 9 : 6 ~ (^^Jkfr^vQ -7-^h^'>-3, 4-ykFD-4- 

MTT^^l^ 5- (^>i>';U^4 1 ^) -4-^h^y-2--hD^>>7 
X- h (15. 8 g ) Sri^Sg (200ml) izMMW:. ft (13. 9 g ) 
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•SHfcUfc. ^^t, f#6nfc@^(c^ od^ua, y^y — ;p£;&n*.w-/i,»£-& 

till/. 7j<T#fc#L7c^ ^»ffi£fiMt^hU£ATttj*U *fl*§£;5i® 
««JEE"Fr»ttt*JS*U »&ftfcS££J*fflsi?>:/T?l£*|L, y^;U 2-T 
5 7- 5- (^>v>'Jl/^x) - 4 -y h^y^>'/X- hOaiiS3#7^ 1 0 . 
4 gftfco »7 3 

HSn^/^ 2-757-5- (^>5?;U^-» -4-^h^v^>V 
X— h (5. 0 g) £N, N-y7fMM75 K (150ml), y^ y — ;U 
(30ml) IzfeML* 4^M75 K (3. 5ml), th'J^A/h^yK (2. 
8g) 1 0 0^£T*#ffiU 0m 

x-^-;nr^#f^^^^>y°T^L, &m<D<k'&m>£ 3 . 7g#&. JR*7'6 

'H-NMR (DMSO-d fi> 400MHz):3. 92 (s, 3H), 5. 21 (s, 
2H), 7. 16 (s. 1H), 7. 3 3 - 7. 4 9 (m, 5H), 7. 55 (s, 
1H), 7. 99 (s, 1H), 12. 06 (br, 1 H) 

§3igff!) 3 0 : 6 - (^>yjkj-=fr;» - 4 - g p □ - 7 - y h * jy^-T V 'J > 

6- (sOiffrttzs) -7-^h + y-3, 4-yk P - 4 J 
> (3. 5g), y<V7'n^XW5> (11. 5ml) l:t+yMU> 
( 3 . 1ml) &1)U?L. 2 OftfflWffiL fc, SSfflfcl^ft, 1 0 h U 

•y*A7j<7g?££Un;i, ^PnjftJUATttttlLfc. ^T»ffl*Bftlt^- h U tfATftjKU 

'H-NMR (CDCb, 4 0 0MHz) : 4. 07 (s, 3H), 5. 32 (s, 2 
H), 7. 3 5 - 7. 5 3 (m, 7H), 8. 86 (s, 1 H) 

1 : 4 - ([7 - (^>y;U^-» - 6 - y 4 - ^f/'J-M 

- 2-^7DD7-'J> 
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7 - (1>i?)V**z/) -4-2UU- 6 h^>^±V*U > (3 0. 0 g) 
t^-b^y^JUTy^-^A^nV ^ (13. 9g) £7-feh> (4 0 0ml) 
li^liMj^Lfc, d©»«tc2 0X*R-flS^-h'J^A*«f*(6 4m 1 ) 
(C^lfe4-7$y-3-i/nn7xy-jHlfi (3 6. 0g) ^sSsflDLfc 

£Z.Z>&B<Dfc&til1fi3 6. 6g^^fc. 1K^9 0%„ 

'H-NMR (DMSO-ds, 4 0 0 MH z ) : <5 3 . 9 6 (s, 3H), 5. 
34 (s, 2H), 6. 86 (d, J = 8. 8Hz, 1H), 7. 00 (dd, J 
= 2. 7Hz, 8. 8Hz, 1H), 7. 22 (d, J = 2. 7Hz, 1H), 7. 
3 5 - 7. 5 4 (m, 7H), 8. 5 3 (s. 1 H) 

§jjjjffJ3 2 : N- (4- {[7- (^> -6-* h^-4-^V* 

Uzut/] ^~^->} - 2-^aD7x-^) — N ' -7°nb:Vl^lx7 

4- {[7- (^>->*;U:**:» -6-*h*is-4-*J-^/V-)U] ttis) 
-2-^DD7-'J> (12. 2g) £**^OD*;|/Af::J&5¥Lfc&. h'Jl 
W5> (8. 4ml) ZmtQls^UT-MftLrco 'Alztefr? □ □ A (1 
2ml) fIh'J*7y> (4. 5g) &mffiLM&m*lZffiTLfCo IST2 0 
»*i*Lfc», n-ynt°^T5> (4. 9ml) £in*.;fc 0 £ £ fc 1 B$ 

'H-NMR (DMSO-ds, 400MHz):<50. 91 (t, J = 7. 3H 
z, 3H), 1. 4 4- 1. 5 0 (m, 2H), 3. 0 6 - 3. 0 9 (m, '2H), 
3. 98 (s, 3H), 5. 35 (s, 2H), 6. 97-7. 01 (m, 1H), 
7. 23 (dd, J =2. 7Hz, 9. 0Hz, 1H), 7. 37-7. 57 (m, 
9H), 8. 20 (d, J = 9. 3Hz, 1H), 8. 55 (s, 1 H) 
mmM3 3 : N - {2-^an-4-[(7-bHD^y-6-/h^y-4-^ 
?F=^>j 7izjh -n' -y°u]d)V^ U7 
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N- (4- {[7- (^>i?;U^-^~» - 6 h + y-4-^tyU-;i<] 
-2-^DD7iZW -N' (4 2. 2g) ^h>j7 

)v*uffl& (200ml) izmmisitm. *?>z,)i*>m (n. i m i ) $ 

fto J%-DfzM-&mz>7uu-fo)iu s y—ju&mz., l o %7Km<\:± h u 
#:&7k> X-^;U©JBT«fej*LJI^>J?>^«EETIfe»-r*<!:*j|| 

<Dik&fa2a. 7 ga«»e>tt&. ik*6 0%. 

'H-NMR (DMSO-ds, 4 0 0 MHz) : <5 0 . 91 (t, J = 7. 3H 
z, 3H), 1. 4 2 - 1. 4 9 (m, 2H), 3. 06-3. 17 (m, 2H), 
3. 84 (s, 3H), 6. 65 (s, 1H), 7. 03 (m, 1H), 7. 14 (d 
d, J=2. 7Hz, 9. 0Hz, 1H), 7. 20 (s, 1H), 7. 35 (d, 
J = 2. 7Hz, 1H), 8. 05 (s, 1H), 8. 14 (dd, J=2. 7H 
z, 8. 8Hz, 1H), 8. 19 (s, 1 H) 
§gjtff)3 4:6, 7 - y7 h*»>- 4 -^Vp> 

2-7S/-3, + (2 0. Og, 94. 8mm 

0 1 ) fC^A7 5 F (150ml) &Jjn*.T\ 8. 5 H^l 6 0 Icing* 

3ifiU W^nfcjStJft** ( 1 0 Om 1 x 2 0) Tifc^L/t. 
«Jfe*Lfc8CjSS:«EETftj»LTS»«»S: 17. 85g, JR* 9 1 . 5 XT»fc. 
'H-NMR (DM SO- d. i( 4 0 0MHz):<5 4. 0 1 (s, 3H), 4. 0 
2 (s, 3H), 7. 1 4 (s, 1H), 7. 34 (s , 1H), 7. 61 (s, 

1 H), 7. 9 7 (s , 1 H) 

HMffj 35:4-77Pn-6, >l^V U > 

6, 7-y/h + y-4-+t7a> (50. lg, 0. 2 4mol) 1^ 
(2 5 0ml) &&tfttz/mtV > (2 5 0ml=412. 5g, 2. 
6 9mo 1 ) SriOATl 2 0 «C7? 1 If Pflftf^ Lfc. IIST»aift, MffiTilfiJ 

©^^ifi^b'j >£©£u sats** (1 0 0 Om 1 ) l:M^OD*^A ( 1 

0 0 0ml) SrflDTlfc. 2 0 %*gtfb± HJ £ AT?7KEO p H£ 6 . 5t;ilL, 
W»« ^SSELfc ( 1 0 0 0 m 1 x 6 0) TiSfej^L 
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t, Mthu^«im mmmmvft. «fh7tKo77> (4 

7 0ml) £;!ra;t3iDf!U -5T) 10 o C£T7££flU rltj§ • ^IltgWIJ 

^38. 5g, iR^7 1. 4%T#7c 0 

'H-NMR (DMSO-de, 400 MHz): 54. 09 (s, 3H), 4. 0 
9 (s, 3H), 7. 14 (s, 1H), 7.34(s , 1H), 7. 61 (s, 
1H), 7. 9 7 (s, 1H) 

SSjitffiJ 36 : 4-^DD-6, 7 - ypt h^is^rj-yij > 

6, 7-y^h^y-4-Wn> (10. Og, 48. 5mmo 1) Ch 
;UX> (10 0ml) ->Jfi{fcU > (7. 4g, 48. 6 mm o 1 ) £ 

MT12 0tT6. 5Sf^jt^L7Co ISSf^ii, ML, MPx>(l 
OOral, 5 0ml) «LT, &*BU 11. 5g, iR^ 9 1 %X" 

mmM3 7:4- (4' -7$;-3' -^DD) -7x7^y-6, 7-y* 

4-75/-3-^D07x/-Mii (14. 6g, 8 1mmol) l:;J( 
mt± hU^A (8. 5g. 0. 21mol) ^S^^K (90ml) £jjn;t?£ft? 
Si*, 4-^dd-6, 7 -v* h + y+tV'J > (1 2 5 3mmo 1 ) *> 

£u^^;ux^;ut- h> (225ml) ^jpat, 2 mmmtM L-7c. KJfc?££rft 

5 ortcmSUft, ^od^A (5 0 0ml) &=fc (5 0 0ml) £iJ0xT 
A (2 5 0ml) SrJOA, 10jb v fM#L7cf&, £H£L/Lo ffbn^^ji^M 

mmmL, mfezmz, mmz*$> y->i (somn ^&m^3 o^mmw^rc 

I®-aiLT§Wft^l5. 6g, i|X^8 5 %Tf#7c 0 
'H-NMR (DMSO-d«, 4 0 0MHz) : <5 3. 95 (s, 3H), 3. 9 
7 (s, 3H), 5. 33 (s, 2H), 6. 85 (d, J = 8. 8Hz, 1H), 
6. 98 (eld, J = 2. 8Hz, J = 8. 8Hz, 1H). 7. 20 (d, J 
= 2. 8Hz, 1H), 7. 36 (s, 1H), 7. 51 (s, 1H), 8. 53 (s, 
1 H) 

S^tffi3S : 4- (4' -7$/-3' -7x7^y-6, 1 - V * 



WO 00/43366 



PCT/JP00/00255 



- 48 - 

b±>±±VjJ > 

4-75y-3-^PD7i/-MlI (1. 3g, 7. 2mmol) 1:2 
0 Xfrmtj- b VOA7kmm (3. Sml) te^WK (2ml) &mx.mmt£-&* 
4-/70D- 6, 7 -v?;* h^^^-VU> (0. 8 g, 3. 6 mm o 1 )> 
□ *M (6ml) ^i^rK^^T^-^AynSK (0. 58g, 1. 
8mmol) SrflPAT, 2 PfPplMMLfco ^fi££^5», ^odMA (10 

mi) *3ct^7ic (iomi) &m?ix i o ftmmwvtim, mmmtykm&'Am 

L7to ^LT^KH^Mt^nnTf^A (10ml) £#P;^ I OfrfflMftLtz 

mi) Qftmm.wvrz&, mm • ^ilti^^ 1 . o g , ir^8 3 

^MffiJl : N — (2, A-Vy )^U^yV)V) -N' - {4- [(6, 

4 - [(6, 7-y^h + y-4- + yUJW ttzs] - 2-7MD7~'J> 
( 1 0 Omg) * h;UX> (5. 0ml), h iji^7 5> ( 1 . 0ml) \ZtW 

mmmisfcitk, vzuu*$y a. omn izmmi^rcbv^7,^> (103 

mg) &m^T 3ft&mmWffiLfco Vk\Z2, 4 - y7Mo^>-»75>(5 

4mg) ^p^lt, z hiz smmmmffiLfz, Kmm\zmommkm± b 'j ^ 

1 2 3mg, JK35 8 0 %Ti#7Co 

'H-NMR (CDC 1 3, 400MHz): <54. 02 (s, 3H), 4. 03 
(s, 3H), 4. 47 (d, J = 5. 9Hz, 2H), 5. 7 8 - 5. 9 0 (m, 
1H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 7 4 - 6. 9 9 (m, 4H), 
7. 03-7. 14 (m, 1H), 7. 3 5 - 7. 4 4 (m, 2H), 7. 50 (s, 
1H), 8. 16 (t, J = 9. 0Hz, 1H), 8. 47 (d, J = 5. 1Hz, 
1 H) 

Ki/j-M (FD-MS, m/z) : 4 8 3 (M*) 
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mmm2 : N- {4- [(6, 7->7 h^>-4-^;U;|/) -2-7 

;pta7xz;n -N' - (2 -t^px^io 

4- [(6, U;W -2-7MD7nj> 

(lOOmg) ^hjH> (10ml), h'Jl^75> (0. 5ml) KUnffc 
y^DD^^> (1. 0ml) \zmBLfz b U*7^> (4 7mg) 
5frmmMmffiLtz. *l:M2-7MoxfJl/75> (42mg) 

^^n^-T, z <biz8mfflmmwffiLrz 0 Kmm\zmuEzwt7mj- b u -7 a/k^ 

SAP*., ItiX^tittlL, ^BSx^W^^ItKSIEK^ h U 7A«Lfc, 
MffiTi^^^^LTffbnfeB^^, ^PP^A/y-fe N> (2/1) TfJl 
r^t§y'J*yj^PTh^7 7^-l:J:0*S3L, %M<Dit&<&*9 3rag, 
1K^7 2 %Tt#7Co 

"H-NMR (DMSO-d 6 , 4 0 OMHz) : 53. 40 (m, 1 H), 3. 4 
7 (m,lH), 3. 93 (s, 3H), 3. 95 (s, 3H), 4. 42 (t, J 

= 4. 9Hz. 1H), 4. 54 (t, J=4. 9Hz, 1H), 6. 51 (d, 

J = 5. 4Hz, 1H), 6. 88 (m, 1H), 7. 05 (m, 1H), 7. 28 
(dd, J = 2. 7Hz, J = ll. 7Hz, 1H), 7. 40 (s, 1H), 7. 

49 (s, 1H), 8. 21 (m, 1H), 8. 47 (br, 1H), 8. 48 (d, 

J = 5. 4Hz, 1H) 

Stfi^ftrM ( E S I —MS, m/z): 4 04 (M'+ 1 ) 

^^3 : N — { 4 - [(6, 7 UJU) ^~>1 - 2 - 

22k±H2 — n ' - (2-euyjMfji/) frur 

4- [(6, h + - 2-7MD7ziJ> 

(lOOmg) S h;Px> (5ml), h 'JIW5> (1ml) KJSfilLfc^ 
y^DD/^>l:i§iLth'J*xy> (104mg) eDATU77-^7;$: 
5#IHJL&. *C2- (7 5 7^3^) 

t e, jy> (4 0 m i) sr^oA, Dmm.iMZ2mmi>rc<, Rj&m\zm%afcwt7k.m± 

b U "7AzkigFi£ (lml), 7DPm (2ml) SrJp^L^r< V«7±K:##U 
(8/1) THfflT5y'J*y;^D7 h^^-fcfcOHHSL. 
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2 6mg, i&m8 8 %1:%tz 0 
'H-NMR (CDCl^OOMHz): 54. 07 (s, 3H) ,4. 09 (s, 
3H), 4. 61 (d,J = 5. 4Hz, 2H), 6. 4 0 - 6. 5 0 (br, 1 
H), 6. 61 (d, J = 5. 9Hz, 1H), 6. 92-7. 01 (m, 2H), 
7. 21-7. 25 (m, 1H), 7. 36 (d, J = 7. 8Hz, 1 H), 7. 
56 (s, 1H), 7. 6 8 - 7. 7 8 (m, 2H), 7. 75 (s, 1H), 8. 
2 7 - 8. 3 4 (m, 1H), 8. 49 (d, J = 6 . 1Hz, 1H), 8. 55 

(d, J=4. 1Hz, 1 H) 

M$ttfHt (FD-MS, m/z) : 4 4 8 (M*) 
Hl?ff]4 : N-7U^-N' - {4- [(6, 7 'J Jj/) Or 

4 - [(6, 7-*J* h* ; y- 4 -4V OJU) - 2-7;^D7-U > 

( 1 0 Omg) £ Hl/X> (5ml), h UlfJl/75> (1ml) 
y^DD^^>l;igiLfchU*xy> (10 4mg) £jbllx., iPfUt»ft£5# 
WLfc. ^{'T'J;P75> (2 2mg) £}JP*_T, $ £ tCjnHft»8f£€: 4 i^M Lfc 0 
KJtsWUzm$umM7km-J- b U (lml), 2 □ psfcjPA ( 2 m 1 ) £UP 

7tSI££, ? □ PJfO'A./7-fe h> (2/1) TlFlt5y'J*yj^D7 
77^ -fed; gi0ffc$ttS12 5mg, iR^9 8%T?#fc. 

'H-NMR (CDC 1 3, 4 0 0 MH z): 5 3. 9 1-3. 96 (m, 2 H), 

4. 06 (s, 3H) ,4. 09 (s,3H), 5. 14-5. 20 (m, 1H), 

5. 2 6 - 5. 3 3 (m, 1H), 5. 5 8 - 5. 6 6 (br, 1H), 5. 86 
-5. 98 (m, 1H), 6. 56 (d, J = 5. 9Hz, 1H), 6. 88-7. 
01 (m, 2H), 7. 23 (s, 1H), 7. 55 (s, 1H), 7. 66 (s, 
1H), 8. 2 6 - 8. 3 3 (m, 1H), 8. 47 (d, J = 5. 9Hz, 1 H) 

mm^mm (fd-ms, m/z) : 3 9 7 cm*) 
mmm 5 n- { 4 - r (6, 7-y^h^y-4-^y'jii) ^->i- 2-7 

Mn7xz;H -n' 

4-[ (6, 7-y/h^y-4-^;U)W W]-2-7M0 7=U> 
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( 1 0 Omg) * h;Ux> (10ml), h 'Jxf^75 > (2ml) \zmMLfc 
it?na*$>>izmmLfch*J*x¥> (I0 4mg) en^.T5^»i 
WMVfz. *&\zy°u M)VT^ > (2 9mg) ^io^.. 4 0 #Wiin3&iS«£ Lfe. M 

9UU-fc)VJ*/ ^9 (10/1) TSit § »I y 'J yjl/ ? D Y h i?*7 

-iZtkVffiML, mmcO^^!^8 9mg, J&^7 1%Tf#£o 
'H-NMR (CDC 1 3, 4 0 0MHz): 5 0. 97 (t, J = 7. 6Hz, 3 
H), 1. 5 5 - 1. 6 4 (m, 2H), 3. 2 4- 3. 2 9 (m, 2H), 4. 0 
5 (s, 3H), 4. 06 (s. 3H), 5. 11 (t, J = 5. 4Hz, 1H), 
6. 51 (d, J = 5. 4Hz, 1H), 6. 7 4- 6. 7 6 (m, 1H), 6. 
91-6. 99 (m, 2H), 7. 48 (s, 1H), 7. 52 (s, 1H), 8. 
18-8. 23 (m, 1H), 8. 49 (d, J = 5 . 6Hz, 1 H) 

n&mnm (fd-ms, m/ Z ) : 3 9 9 (mo 

^^iJ6 : N — {4- [(6, 7-y^F^y-4-^;iJ^) ~2~7 

)l7j-ny xx;u} — N ' - (4 - y )V-tuy'^-)V) q\/t 

4- [(6, 7 h*->-4-*/ U;i/) xj-^v] - 2 -7JPtP7^'J > 

(1 0 Omg) & h;i/X> (6ml), h Uxf^75> ( 1 . Oml) IZiU&M 
MLfzm, y^on^y (i. Oml) \zmBLfc MJ**y> (1 0 4mg) 

4-7;WD7*^7=>fiiS (5 5mg) =£J0^T, $ b (C 2 ^r^D^MSS 

7tBI2£, ^OD*W7th> (2/1) Tllt5yiJ*7>^D7h^ 
?y ^-lZ<k<ommL, SlCft^^8 0mg. iR^5 5%Tf#/zo 
'H-NMR (CDCh, 4 0 0MHz): 6 1. 66-1. 87 (m, 4H), 

3. 3 3 - 3. 4 0 (m, 2H), 4. 04 (s, 3H), 4. 05 (s, 3H), 

4. 44 (t, J = 5. 6Hz, 1H), 4. 56 (t, J = 5. 7Hz, 1H), 
4. 90 (t, J = 5. 7H, z, 1H), 6. 4 8 - 6. 5 2 (m, 2H), 6. 
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9 3 - 7. 0 2 (m, 2H), 7. 42 (s, 1 H), 7. 51 (s, 1H), 8. 
15 (t, J=8. 9Hz, 1H), 8. 50 (d, J = 5. 1Hz, 1 H) 
H*#Wft (FD-MS, m/z):431 (M ( ) 

g^MI : N- {4- [(6, 7-y^h^y-4-^yj^) -2-7 
MD7i^) -N' - (2-ynh-Jl/) frl^T" 

4- [(6, 7-y/h^y-4-^;iJJW xf-^->] - 2-7MP7-U> 
(1 5 Omg) DD^;i/A (10ml), h 'Jx^75> (2ml) tig*? 
U ^^□□^^>(;jgib/:h'J*7y> (156mg) SMTlO^ffljlD 
^jS^tLfcc *fc^o/lK)I/75> (5 3mg) £jjn*_T> S&H3 0»IWJn 

f#£tl7c8l££:, C7nn7frjl,&/T±b> (2/1) TIFIT-5 i> U t)tf)V{7 P 
■7h^57^-l:«kO«fiL, 6 4mg, JR$S8 7%T»fc. 

'H-NMR (DMSO-d., 4 0 0MHz) (5 2. 4 9 - 2. 5 1 (m, 1H), 
3. 9 0 - 3. 9 5 (m, 8H), 6. 52 (d, J = 5. 1Hz, 1H), 6. 
8 9 - 6. 9 2 (m, 1H), 7. 0 4- 7. 0 6 (m, 1H), 7. 26-7. 
29 (m, 1H), 7. 39 (s, 1H), 7. 49 (s, 1 H), 8. 16-8. 
20 (m, 1H), 8. 4 6 - 8. 4 9 (m, 2 H) 

^mms : N — { 4 - [(6, 7 h^>- 4 UJI/) ^->] -2-7 

JPtP7x-J[/} — N ' -X^;i/-7U-7 

4 - [(6. 7 -S?* h*->-4 U;i/) ?h^>] - 2-7Mn7-U > 

(lOOmg) SN^X> (8ml), hUi^75> (1. 0ml) (cfini^ig 
*¥Lfc&, h;i/X> (1. Oml) KUgtfLjfcHJtf?*^ (4 7mg) ££0*. 
T5#MinHJ&ia«ELfc. ^l:ilxfJl/7$> (6 Omg) ^flP^T, ££fC5 

TifiWU @t@£x5^l/JB£3f£7K6iii£:^~ h U 'JAT^Il/it, «JBETSJfc£«£U 
Tt#£nfcg|££, ^ on^UA/T'-tz K> (2/1) TlUt S S> U 
P n 7 h^77^- fZi: OHMHU ^HcD-ft-B^^ 7 Omg, iR* 5 3 %T?#ifc. 
'H-NMR (CDC 1j, 400 MHz) : 5 1. 2 1 ( t , J = 7 . 3 H z , 3 
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H), 3. 34 (m,2H), 4. 06 (s, 3H), 4. 08 (s, 3H), 5. 
64 (br, 1H), 6. 55 (d. J = 5. 6Hz, 1H), 6. 89 (dd, 
1 = 2. 7Hz, J = ll. 2Hz, 1H), 6. 97 (m, 1H), 7. 26 (b 
r, 1H), 7. 54 (s, 1H), 7. 62 (s, 1H), 8. 28 (t, J = 9. 
0Hz, 1H), 8. 47 (d, J = 5. 6Hz, 1 H) 
MmfttifM (ESI-MS, m/z): 3 8 6 (M' + 1) 

mMM9 : N-y^-JU-N' - {4- [(6, 7-y^F^y-4-^y ijjl/) ^~ 

4- [(6, 7 -v* h^v- 4 - 2 -7;p^-d7ii'J > 

(lOOmg) £h;H> (8ml). h'JxW5> (1. 0 m 1 ) (zJaiM 
MLfcW:. b)lJL> (1. Oml) fC*gfi¥L£hU*7^> (4 7mg) *1m?L 

x5ftmmmMffiLfz. *t7"^7 5> csomg) &m7LT, zzizsmm 

£>tl/r8l££, ^ nn^^A/Tiz b> (2/1) TlltS ^ U jz?)\,i7 dy 
btf^y 4 —\z£<ommi>. Si©fb^#)$l 1 7mg, W8 1%Tf#7t 0 
'H-NMR (CDCh,4 0 0MHz): 6 0. 94 (t, 1 = 7. 3Hz, 3 
H), 1. 40 (m,2H), 1. 55 (m,2H), 3. 29 (dd, 1 = 7. 1 
Hz, J = 12. 9Hz, 2H), 4. 06 (s, 3H), 4. 09 (s, 3H), 
5. 72 (br, 1H), 6. 56 (d, J = 5. 9Hz, 1H), 6. 88 (d 
d, 1 = 2. 7Hz, J = ll. 2Hz, 1H), 6. 97 (d, J = 9. OHz, 
1H), 7. 33 (s, 1H), 7. 55 (s, 1 H), 7. 65 (s, 1 H), 8. 
30 (t, 1 = 9. OHz, 1H), 8. 46 (d, J = 5. 9Hz, 1 H) 
MMfttirm (ES I -MS, m/z) : 414 (M'+ 1) 

glMffiJ 1 0 : N - (sec- gjFjjO -N' - {4~r(6, 7->^h=^>-4- 
±ZJUkl ^^r^- 2 -7 )bstU7 QVT 

4-[ (6, 7-y7h + y-4-4/U)H ^y]-2-7J^D7-'J> 
(lOOmg), S^nn^^A (5ml), h'jxf^75> (1ml) (cigfil 
iS?UU*$y\zmmLtz b <J*Xf> (104mg) *in^T5^f B 1 
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tommffii>rco *i;sec-^7^> (4 8# i) £ira;^ i o ^-mmmm 

17mg, W.m8 9 

'H-NMR (CDC 1,, 4 0 0MHz) : 5 0. 95 (t, J = 7. 6Hz, 3 
H) ,1. 18 (d,J = 6. 6Hz, 3H), 1. 4 7 - 1. 5 5 (m, 2H), 
3. 7 9 - 3. 8 9 (m, 1H), 4. 04 (s, 6H), 5. 28 (d, J = 8. 
1Hz, 1H), 6. 48 (d, J = 5. 4Hz, 1H), 6. 8 9 - 6. 9 8 (m, 
2H), 7. 08 (d. 3 = 2. 7Hz, 1H), 7. 42 (s, 1 H), 7. 51 

(s, 1H), 8. 2 0 - 8. 2 4 (m, J = 9. 0Hz, 1H), 8. 48 (d, 
J = 5. 4Hz, 1H) 

ll^t/fl (E S I -MS, m/z ) : 414 (M* + 1 ) 
gIMffJ 1 1 : N- { 4 -f (6, 7 h^->~ 4 -*r J U ;U) 3hfr~>1- 2 - 

4-[ (6, 7-y7h^>-4- + yij;W t+y]-2-7J^D7^U> 
(1 0 Omg) 5^noWkA (5ml), h UX3\>U7 5> (1ml) tC^L 
^no^^>J:»gUc: h U*X^> (104mg) ^iJDAT 5 ttfflm 

mmffiLtt. x.\z^v7^)vt^> (5 o n i ) &jda, i o ftmmmwfa l^. 

'H-NMR (CDCl^OOMHz): 50. 94 (d, J = 6. 6Hz, 6 
H), 1. 7 7 - 1. 8 4 (m, 1H), 3. 10-3. 13 (m, 2H), 4. 0 
3 (s, 3H), 4. 03 (s, 3H), 5. 58 (t, J = 5. 4Hz, 1H), 
6. 47 (d, J = 5. 4Hz, H), 6. 8 8 - 6. 9 7 (m. 2H), 7. 1 
8 (s, 1H), 7. 41 (s, 1H), 7. 50 (s, 1H), 8. 18-8. 2 
3 (m, 1H), 8. 48 (d, J = 5. 1Hz, 1 H) 
H*^*fffi (E S I -MS, m/z ) : 414 (M'+ 1 ) 

mmm i 2 n- { 4 -r (6 , 1 h=^->- 4 ijjv) ^->i- 2 - 

yjl^-ny^-ji} -n' - (i, 2 - y/^^P bf;P) ^1^7 



WO 00/43366 



PCT/JP00/00255 



- 55 - 

4-[ (6, 7-y7h + y-4- + yj;W ^y]-2-7MP7z'J> 
(100ms). S^nnsfc^A (5ml), h'jx^;i^T5> (1ml) izmM 
Vtc'tik. ~J>7 nn^^>izmmVfz b U*X^r> (4 7mg) £;&a*_T 3 0 *HU! 
^'ST^LrCo ^fdl, 2 -^^^;P^Dhf;UT5 > (55/zl) £Jj[];i, 1 

T±h> (2/1) tIFIt§ x U ^JI/^ □ Y h i7'7 7 - O^i L> m 
HCD-ft 8 9mg, 6 5 

'H-NMR (CDCh, 400 MHz): (50. 93 (d, J = 2. 2Hz, 3 
H), 0. 95 (d. J = 2. 4Hz, 3H), 1. 14 (d, J = 6. 8Hz, 
3H), 1. 7 2 - 1. 8 0 (m, 1H), 3. 7 6 - 3. 8 4 (m, 1H), 4. 
04 (s„ 3H), 4. 05 (s, 3H), 4. 91 (d, J = 8. 5Hz, 1H), 
6. 48 (d, J = 5. 4Hz, 1H), 6. 74 (d, J = 2. 9Hz, 1H), 
6. 91-6. 98 (m, 2H), 7. 42 (s, 1H), 7. 51 (s, 1H), 
8. 18-8. 23 (m, 1H), 8. 49 (d, J = 5. 4Hz, 1 H) 
Il^firi (ES I -MS, m/z):4 2 8 (M' + 1) 

13 :N- {2-?DD-4- [(6, 7 - y^ N^->-4-^ y ij ;p) 
;f^~>] 7i^) -N' -ypbf;i^r>^7 

2-7no-4-[(6, 7-y/h + y-4- + yj;Wt^y]7^U>(l 
OOmg) ^7DD*^A (7. 5ml), h U X^^T 5 > ( 1 m 1 ) L 
Tcm. 7DO^AHi§ilthU*^y> (9 9mg) ADJg*&8iE& 
5^1Lfc„ ^{Cn-"7°o(f;UTS> (21mg) %m?LT. £ 6 KMSiggfE* 
2ifi8fiBJLfe.SJtBtt»c«a?n«|ft7lc*^- h 'j>>A7K»tt^in>L^r< v*±K:fiMeu 

'H-NMR (CDC 1 3, 4 0 0 MHz): 6 0. 99 (t, J = 7. 3Hz, 3 
H) ,1. 5 8 - 1. 6 5 (m, 2H), 3. 24-3. 31 (m, 2H), 4. 
04 (s, 3H), 4. 05 (s, 3H), 4. 94 (t, J = 5. 9Hz, 1H), 
6. 48 (d,J = 5. 1Hz, 1H), 6. 77 (s, 1H), 7. 11 (dd, 
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J = 2. 7Hz, 9. 0Hz, 1H), 7. 21 id, 1 = 2. 7Hz, 1 H), 
7. 43 (s, 1H), 7. 52 (s, 1H), 8. 27 (d, J = 9. 0Hz, 
1H), 8.5 0 (d,J = 5. 1Hz, 1 H) 

HSrfrflrffi (FD-MS, m/z) : 4 1 5, 4 17 (M*) 
^klfcm 14 :N- (2-^nn-4-f (6, 7 -V*. h^-4-^;U;i/) 
t^yl7x-M — N ' - (4-7JI/tD-2-^fjl/7xr^) g UT 

2-^DD-4-[(6, ^v]T-'J> (1 

22mg), *i7DO^;i/A (10ml), h'JX^75> (1ml) (C^L 
feM, y^Da^^>l:igiLfchiJ*xy> (HOmg) &JnAT3 0»|Bl 
SHaTflMfcLifc. -7;^P- 2 -p^^T" U >(1 2 6 n 1 ) £ftnA, 

ti^^^Sr, ^□□^;i/A/T-fe h> (2/D ■vmm-t&i/vx'yjv? h 

'H-NMR (CDCh, 4 0 0MHz) : 52. 37 (s, 3H), 4. 04 (s, 

3H), 4. 04 (s, 3H), 6. 31 (s, 1H), 6. 47 (d, J = 5. 1 
Hz , 1H), 6. 9 7 - 7. 0 6 (m, 3H), 7. 11-7. 1 4 (m, 1H), 

7. 19 (d, J = 2. 7Hz, 1H), 7. 41-7. 44 (m, 2H), 7. 

50 (s, 1H), 8. 35 (cl, J = 9. 0Hz, 1H), 8. 50 (d, J = 

5. 4Hz, 1H) 

Wmfttftm (E S I —MS, m/z ) : 4 8 2 , 4 8 4 (M*+ 1 ) 
ggMiff'J 1 5 : N - (5-7'D : E-6-^^-2-l:'JyJl/) — N ' - {2-^7 
□ P-4-r (6, 7-y/h^y-4-^y'JJl-) ^->i:7 x 

2 -/7oo-4-[ (6, 7-v^ h + y-4-^yiJJW tti/]T-iJ> (1 
22mg), Sr^nP^^A (10ml), b <) JL^JIT 5. > (1ml) IZfeffiL 
tz.&, y^DO^^>|;it»WchU^y*> (llOmg) £iJD*.T 3 0 5^ 
^rSTf^^Lfeo 6 -T 5 / - 3 -yu=t- 2 -pWHf U v> (2 0 8m 
g) &m?L. 2mmMiML-T:ffl.WLfzo SMC/^./- Jl/^JnA, Ml±T?t$*^ 
^UTi^nfci^^, i'nn^M/Tth/ (2/1) Tl^tSyU* 
y;i/^DV h^:7^ -K=fc9*jt®!U mmtDik&WZ: 1 5 5mg, W 7 7 % 
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'H-NMR (CDC 1 3, 400 MH z ) : 6 2. 69 (s, 3H), 4. 06 (s, 
6H), 6. 53 (d, J = 5. 4Hz, 1H), 6. 56 (d, J = 8. 5Hz, 
1H), 7. 14-7. 17 (m, 1H), 7. 30 (d, 3 = 2. 7Hz, 1H), 
7. 44 (s, 1H), 7. 53 (s, 1H), 7. 75 (d, J = 8. 5Hz, 
1H), 7. 93 (s, 1H), 8. 49 (d. J = 9. 0Hz, 1H), 8. 52 
(d, J = 5. 4Hz, 1H), 11. 92 (s, 1 H) 
SC*#*Tffi (E S I -MS, m/z) : 5 4 3, 545, 547 (M' + 1 ) 
mmmi 6 :N- {2-t»nn-4-f (6, 7 -if* b*^- 4-*/ i) ;i) 
^y17x-JH — N ' — (5-^DD-2-b°'Jy^) gjjT; 

2_/ 7PD _4_ [ (6> 4 ^-^->]T-u> (1 

2 2mgh ^^nn^A (10ml), h Ux^75> (1ml) fC?§3?L- 
y^Dn^^>fc**Lfch«J*xy> (1 1 Omg) £;&P*.T3 0#[BJ 
^UH-mWLr^o &\Z2 -757- 5 -^PDtfU->'> (14 3ms) £*n7L, 

ttfc8S££. ^on*W7th> (2/1) TSif§y'J*yj^P7h 
if^y-f—iZ^OmML. ^I©ft^$14 8mg, JW8 2%TWco 
'H-NMR (CDC 1 3, 40 0 MHz) : 5 4. 06 (s, 3H), 4. 06 (s, 
3H), 6. 53 (d, J = 5. 1Hz, 1H), 6. 95 (d, J = 8. 8Hz, 
1H), 7. 14-7. 17 (m, 1H), 7. 31 (d, 3 = 2. 7Hz, 1H), 

7. 44 (s, 1H), 7. 53 (s, 1 H), 7. 6 4 - 7. 6 7 (m, 1H), 

8. 28 (d, 3 = 2. 7Hz, 1H), 8. 5 0 - 8. 5 3 (m, 2H), 8. 
9 2 (s, 1 H), 12. 11 (b r s , 1 H) 

SC*##Hi (E S I - MS, m/z) 485, 487, 489: (M'+ 1) 

mmm 1 7 .- n- (5 -^a^ - 2 - eu 2ik> - N , -{2-^aa-4-r(6. 

2-/7 0 n-4-[(6, 7-y^h + y-4-^;'J^) ^4 1 ^]7'— U > ( 1 
2 2rag), £^PD^A (10ml). KUX5 1 JU7'5> (1ml) (Cfg^L 
fc&, y^DD/^y|;ggLfch'J*xy> (llOmg) S:JP>tT3 0^|ffl 
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M-Cft#Ljt. &K:2-75/-5-:/CH&£U5?> (19 2mg) §^PA> 

nfc»S£, ;>nD*M/7th> (2/1) timx^W^DTh 
^^y^-iZ^OmWlL, liO^tl^l 0 8mg, 4X*5 5%Tf#£ 0 
'H-NMR (CDC 1 3, 4 0 0MHz-) : 54. 06 (s, 3H), 4. 06 (s, 
3H), 6. 53 (d, J = 5. 1Hz, 1H), 6. 80 (d, J = 8. 8Hz, 
1H), 7. 14-7. 18 (m, 1H), 7. 30 (d, J = 2. 7Hz, 1H), 

7. 45 (s, 1H), 7. 53 (s, 1H), 7. 7 7 - 7. 8 0 (m, 1H), 

8. 15 (s, 1H), 8. 39 (d, J = 2. 4Hz, 1H), 8. 50 (d, 
J = 9. 0Hz, 1H), 8. 52 (d, J = 5 . 4Hz, 1 H), 12. 09 (b 
r s , 1 H) 

(ESI-MS, m/z): 5 2 9, 5 3 1, 5 3 3 (M'+l) 
j§MM 18 :N- {2-^DO-4-r(6, 7-y7 h^y-4-^yij^) 
t^->17x-M — N ' - (2 b*><7 x.-)V) UUT 

2-2UU- 4-{ (6, 7-y7h + y-4-^;UJW ^~y]7-U> (1 
OOmg) &?nn*)UA (10ml) IzmML, 2 -X h^y7i"M V -> 
7^- h (54rag) £JnAT6 O^T-lftffi#L75:. M Jfcfi£f 3 ^ 7 

?Ls ffi!£~rmm& ! §M£i<T y &t>ftfzm£$:, ^□□^a/z^ h> (6/4) 

mg, i|X#7 7 %Tf#/r 0 

'H-NMR (CDC 1 3 , 4 0 0MHz) : 6 3. 85 (s, 3H), 4. 04 (s, 

3H), 4. 05 (s, 3H), 6. 50 (d, J = 5. 1Hz, 1H), 6. 89 

-6. 93 (m, 1H), 6. 9 8 - 7. 0 3 (m, 1H), 7. 05-7. 10 

(m, 1H), 7. 14 (dd, 1 = 2. 7Hz, 9. 0Hz, 1H), 7. 23 

(d, J = 2. 7Hz, 1H), 7. 35 (s, 1H), 7. 36 (s, 1H), 7. 

44 (s, 1H), 7. 52 (s. 1H), 8. 0 5 - 8. 0 7 (m, 1H), 8. 
34 (d, J = 9. 0Hz, 1H), 8. 52 (d, J = 5. 4Hz, 1 H) 
Sf fi^HffM ( E S I -MS, m/ z ) : 4 8 0 , 4 8 2 (M' + 1 ) 

mmm 1 9 : n- { 2 - ^ on - 4 - r (6, 7 - v* v^-jy- 4 zl±zjiai 
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7t*><]7 - N ' - (2-^;|/7i-Jl/) fVT 

2-^DP-4-[ (6, 7-~J* h^~>-4-^y U;U) ^-^^]7-U> (1 
2 2mg) ^PP^UA (10ml) fCjgfl¥U _o- h;P-f V ->T^ — h 
(5 9mg) ^JlDATlig-e-WLfc. Efcttfc* ^ / -;H£ftlA, MffiT 

'H-NMR (CDC 1 4 0 0MHz) : 5 2. 38 (s, 3H), 4. 04 (s, 
3H), 4. 05 (s, 3H), 6. 22 (s, 1H), 6. 47 (d, J = 5. 1 

Hz, 1H), 7. 01 (s, 1H), 7. 11-7. 14 (m, 1H), 7. 18 
(d, J = 2. 7Hz, 1H), 7. 2 5 - 7. 3 5 (m, 3H), 7. 42 (s, 

1H), 7. 46 (d, J = 6. 8Hz, 1H), 7. 50 (s, 1H), 8. 37 
(d, J = 8. 8Hz, 1H), 8. 50 (d, J = 5. 1Hz, 1 H) 
nmmnm. (E S I -MS, m/z) : 4 6 4, 4 6 6 (M'+ 1 ) 

g^MJ 0 : N- { 2-^7 DP- 4 -r (6, 7-y/h^y-4-^;UJ^) 

^y!7xz;i/) — N ' - (5 -*^-)V- 2 - bf U >?;U) ^1x7 

2-^PP-4-[(6, 7-S?* K + v-4-^y >j;W ^->]T-iJ> (1 

22mg), S^dp^A (10ml), h'JxWSy (1ml) izMML 

tzMk, Wuu*$y IzmBLfz h'J*7^> ( 1 1 0 m g ) AT 3 0 #mj 

li&wit. ^i:2-7$y-5-tf3'j> (i2omg) zm*.. 2mm 

^nD*M/7th> (2/1) TiWny'JAWn^h^^ 
^-ClOi^L, nm<Dik&<®}$: 1 1 9mg, iR$s 6 9 %Tf#7t 0 
'H-NMR (CDC 1 3 , 400 MHz) : 6 2. 3 1 (s, 3H), 4. 0 6 (s, 
6H), 6. 53 (d, J = 5. 4Hz, 1H), 6. 76 (d, J = 8. 3Hz, 
1H), 7. 13-7. 16 (m, 1H), 7. 29 (d, J = 2. 7Hz, 1H), 

7. 43 (s, 1H), 7. 4 9 - 7. 5 2 (m, 1H), 7. 54 (s, 1H), 

8. 00 (s, 1H), 8. 14 (s, 1H), 8. 52 (d, J = 5. 1Hz, 
1H), 8. 55 (d, J = 9. 0Hz, 1H), 12. 57 (brs, 1 H) 



WO 00/43366 



PCT/JPOO/00255 



- 60 - 

(E S I -MS, ra/z):4 6 5, 4 6 7 (M'+ 1) 
mMM2 1 : N— {2-^PD-4-r (6, ht-/-4-^7'J^) 
t^yl7x-j|/} -N' - (6 -y^;i/- 2 - tf' J 22k) 

2-/7DD-4-[(6, 7 -y7 h*^-4 -^y tt*/]7~ij^ (1 

2 2mg), &2nu7fr)lA (10ml), h'JI^75> (1ml) fdfgfl?L 
fcM, ^DO^^>MLfc h 'J^xy> (llOmg) £fl|]7LT3 0^1 
tra^Ufc. ^l:6-757-2-tfn»J> (12 0mg) £*ra;t, 2 P3f B 1 

/7 0D^A/7th> (2/1) TIlt^y'J*^Mn?h^7 7 
^-tiOtiL, mm(Dlt-£>m$: 7 3mg, iK^4 2%T#7 t Co 
'H-NiMR (CDC 1 3 , 4 0 OMHz) : (5 2. 57 (s, 3H), 4. 06 (s , 
6H), 6. 54 (d, J = 5. 4Hz, 1H), 6. 66 ( d , J = 8. 1Hz, 
1H), 6. 83 (d, J = 7. 6Hz, 1 H), 7. 15-7. 18 (m, 1H), 

7. 30 (d, J = 2. 7Hz, 1H), 7. 44 (s, 1H), 7. 54-7. 
59 (m. 2H), 8. 36 (s, 1H), 8. 52 (d, J = 5. 1Hz, 1H), 

8. 57 (d, J = 9. OHz, 1H), 12. 45 (s, 1 H) 
MMfttirM (ES I -MS, m/z) : 4 6 5, 4 6 7 (M*+ 1) 

mmm2 2 : N- {2-;7PP-4- [(6, 7->7 h^y-4-^/'J^) * 
=E->3 7xZj|/} -N' - (4-^h^y7xZ^) yl/7W 

2-^OD-4-[(6, 7-y^h^y-4- + ;'J)W^y] 7-'J>(l 
OOmg) ^^onxfsjl/A (4ml) tC^L/c^« 4 - y h^y7i ~ V 
->7^-- h (60/il) ^JOATilT-TOLjt. «J£T&i«£®5&L, t# 
£n7cBI££'>m<D^PP*;^U£fi?L7to ful;M©i-fMM, 
ttiLfzttm&m^mmL, N-2-^PP-4- [(6, 7->7h + y-4-^ 
7 *J)U) 3r*i/] "7ai-;i/-N' - (4 -y ^y7i-JH 7t^7$90mg, 
iR^6 7%T#fc 0 ^ti$^^y-ji/4mii;^iL, ^-y^y-;u?gf^ 

'H — NMR (D M SO— d 6, 40 OMHz): (5 3. 7 3 (s, 3H), 4. 0 
3 (s, 3H), 4. 05 (s,3H), 6. 90 (d, J = 9. 3Hz, 2H), 
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6. 97 (d. J = 6. 6Hz, 1H), 7. 37-7. 41 (m, 3H), 7. 
62 (s, 1H), 7. 67 (d, J = 2. 7Hz, 1 H), 8. 39 (d, J = 
9. 0Hz, 1H), 8. 49 (s, 1 H), 8. 82 (d, J = 6 . 6Hz, 1 
H), 9. 4 9 (s, 1H) 

mffiM2 3:N- (2-^np-4-rC6, 7 - v;* h4^>- 4 -=E/ U Jt^) 
^-=^>-17ji-;P} -N' - (1-3-7^)1) OUT 

2-ZUU- 4-{ (6, 1 -is* h^y-4- + yij;W ?M^>]T-iJ> (1 
2 2mg) ZZnuTfrilA (10ml) 1 -j~7 ^Jl-( V ->Ti~— b 

(7 5mg) SrUD^T^T-M^L^. ^ / -JU&mPL, MJET 

— rJUSADAfc. J/fffiL/^gf^MU IW^^l05mg, W5 7 

'H-NMR (CDC 1 3> 4 0 0 MH z ) : 6 4. 0 3 (s, 3H), 4. 04 (s, 
3H), 6. 44 (d, J = 5. 4Hz. 1H), 6. 72 (s, 1H), 7. 10 
-7. 13 (m, 3H), 7. 41 (s, 1H), 7. 48 (s, 1H), 7. 55 
-7. 69 (m, 4H), 7. 8 8 - 7. 9 6 (m, 2H), 8. 15 (d, J = 
7. 6Hz, 1H), 8. 3 8 - 8. 4 0 (m, 1 H), 8. 48 (d, J = 5. 
1 H z , 1 H) 

Ii^*Ti (E S I - MS, m/z ) : 5 0 0, 5 0 2 (M'+ 1 ) 
m&m2 4 : N- (2, 4 ->>'^;b^-D37^-;U) -N' - {4 - [(6, 7-y 
/h^y-4-4 i y'J^) -2, 3-y^^l/7x-;i/} ^1^7 

4- [(6, 7-y7h + y-4-^/UW - 2 , 3-y^fj|/7^ 

U> (710mg) ^^dd*M (7ml) £8MS?Lfc&, 2, 4 -5? 7^:*- 
P7i-JKVy7t-h (310ul) ^rinx.Tia^M^^ 1 I5IB1 Lfc. -^Z 

g. W7 0 %Ti#7c 0 
'H-NMR (CDC 1), 4 0 0MHz) : 5 2. 14 (s, 3H), 2. 2 7 
(s, 3H), 4. 04 (s, 3H), 4. 06 (s, 3H), 6. 27 (d, J 
= 5. 4Hz, 1H), 6. 7 8 - 6. 8 9 (m, 2H), 6. 95 (s, 1H), 
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7. 03 (d, J = 8. 5Hz, 1H), 7. 10 (s, 1H), 7. 40-7. 
45 (m, 2H), 7. 61 (s, 1H), 8. 03-8. 12 (m, 1H), 8. 
4 6 (d, J = 5. 4Hz, 1 H) 

RiMfi (FAB-MS, m/z):4 8 0 (M 4 +l) 

5 : N — { 4 — r ( 6 , 7 -i?* b*is- 4 UjU) 3-3^-2. 
3 -y^^;P7xZ;H — N ' - (4 -^JkfrP- 2 )V) VUT 

4-[ (6, 7-y/h + y-4- + /'JJW ^y]-2, 3->7^1/7z 
U > ( 1 2 Omg) £^ ppjj^kk (10ml), h Ux^75> (1ml) £ 
?£#PLfcf£, y^np^^>MbfchU^y> (1 1 Omg) £fln;LT3 
O^IHlSIT«»l/fc. *t4 -7;U^-n- 2 - ^W-'J > (12 6^1) 

l/T#€>n&SI££, ^nn^;PA/^^/-;P (9 1/9) T'J1^T3->U# 

"H-NMR (CDC 1,, 4 0 0MHz) : 6 2. 1 2 (s, 3H), 2. 2 2 (s, 
3H), 2. 25 (s, 3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 
24 (d, J = 5. 1Hz, 1H), 6. 33 (s, 1H), 6. 42 (s, 1H), 
6. 9 4 - 7. 0 3 (m, 3H), 7. 43 (s, 1H), 7. 4 6 - 7. 5 5 (m, 
2H), 7. 60 (s, 1H), 8. 43 (d, J = 5. 1Hz, 1 H) 
Si^tft (ES I -MS, m/z) : 4 7 6 (M'+ 1) 

mmm2 6 : n- {4-r (6, i -v* h^>-4-^y u;u) ^m-2, 

3-y^f;i/7xz;H — N ' - (3-7MD-2-^hty7xZJ|/) U 
T 

4-[ (6, 7-y7h^y-4- + yiJiW t=^y]-2, 3-y^^7^ 
U > (1 2 Omg) ^7nn^A (10ml), h Uxf)P7S > (1ml) fz 
?gfi¥Lfc&, dd^^>C»)SL& h U^7;y> (1 lOmg) £jfjnAT3 
O^HSITa^bfe. ^tC 3 -7)Vytu- o_-7-zsi?> (132/il) £fln 

»e>tifcSiSS, £an3ft;kk/**y-;u (9 1/9) -emffl?2>zsVti¥)U 
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^ny^77>f-l:«tt)«ilL t &M<Dfc&m&2 3mg, Jfcajs 1 3 %T?#£ 0 
'H-NMR (CDC 1,, 400MHz): 62. 15 (s. 3H), 2. 32 (s, 
3H), 3. 84 (d, J = l. 7Hz, 3H), 4. 05 (s, 3H), 4. 08 
(s, 3H), 6. 28 (d, J = 5. 4Hz, 1H), 6. 7 2 - 6. 7 7 (m, 
1H), 6. 9 6 - 7. 0 9 (m, 3H), 7. 43 (d, J = 8. 5Hz, 1H), 

7. 46 (s, 1H), 7. 60 (s, 1H), 7. 62 (s, 1H), 8. 02- 

8. 05 (m, 1H), 8. 46 (d, J = 5. 4Hz, 1 H) 
MMfttitm (ES I -MS, m/z) : 4 9 2 (M'+ 1) 

mffiM2 7 : N-(5--7'D^E-6-^^;|/-2-b:U^;i/)-N , -{4-r(6. 
7-y^hty-4-^/'J^) £±idzJL 3-^^7x-Jl/} Cl/J 
4-[ (6, 7-y7h + y-4-^/'J;W t+y]-2, 3-zs*J-)\,7=L 
■J> (1 2 Omg) A (1 Oml), h'Jl^75> (1ml) JC 

y^DD/^>l:»))|Lfchij^y> (1 l Omg) SMT3 
O^MSfiTfJi^Lfc. 6 - 7 5 ; - 3 - 7*D t - 2 - / h° 'J y > ( 2 
0 8mg) £2jnA, 2«$raSiaTftj$lfc. Kfomz*? MffiT 

»«E*e*LT»e>nfcs$*, ^pd*w^^;-^ (91/9) x-mm 
t«>'U*y;^D7h^77^-K:«kD»«u mm<Dit^m* 1 o 3mg, 

IR^5 2 %TWc 0 

'H-NMR (CDC 1 3, 4 0 0 MHz): : 52. 16 (s, 3H), 2. 42 (s, 
3H), 2. 65 (s, 3H). 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 
32 (d, J = 5. 1Hz, 1H), 6. 64 (d, J = 8 . 8Hz, 1H), 7. 
04 (d, J = 8. 8Hz, 1H), 7. 44 (s, 1H), 7. 64 (s. 1 H), 

7. 74 (d, J = 8. 8Hz, 1H), 7. 91 (d, J = 8. 8Hz, 1H), 

8. 29 (s, 1H), 8. 45 (d, J = 5. 4Hz, 1H), 11. 30 (b 
r s , 1 H) 

nmftVrffi. (ES I -MS, m/z) : 5 3 7, 5 3 9 (M* + 1) 

mmm 28 .- n - (5-^pq-2-e'j 22k) - n • - {4 - r(6, 7 - >^ 

h^>- 4 -^7 »J;U) :f=E->] -2. 3 zJl*±2k2^=zM 
4- [(6, 7-y7h + y-4- + yij;W J*"*^] -2, 3-^^^;P7- 
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U> (3. 0 0 g) £^nn*;kk (1 50ml), NiJifjl,7S> (6ml) 
fC^L^^, y^DP/^Xcidtfch'J^^ (2. 7 4g) &1}U?lT 
^Ml-?3 OftfflmftVrz, ^tC2-TS/-5-^DDfc°Uv?> (2. 38g) 

Wt&mx-s i'no^ATIIiib, ^ □ n^MI^iM^t h 'J ^ AT^ 
L/c, MffiT^ffi^^LTt#btirc^$^, ^PD^;i/A/^^y-;i/ (20 

3. 4g, iR^7 7 %Tf#fc„ 

'H — NMR (CDC 1 j, 4 0 0MHz) : 52. 16 (s, 3H), 2. 3 
8 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 31 (d, J 
= 5. 4Hz, 1H), 6. 89 (d, J = 8. 8Hz, 1H), 7. 04 (d, 
J = 8. 8Hz, 1H), 7. 44 (s, 1H), 7. 6 2 - 7. 6 8 (m, 2H), 

7. 90 (d, J=8. 8Hz, 1H), 8. 23 (d, J = 2. 4Hz, 1H), 

8. 45 (d, J = 5. 4Hz, 1H), 8. 50 (s, 1H), 11. 23 Cb 
r s , 1 H) 

nmftVrm (ES I-MS, m/z) .-4 7 9, 4 8 l (M'+ 1) 
mMM2 9 : N — (5 2 - L° 'J 2M ~ N ' Z < 4 -f (6. 1 -V 

^h^->-4-4 : y | j;b) ^"^5>1-2, 3 -jy^^)ly^-JU} ^|/7 

4-[ (6, 7 -V* h^v-4 UJU) ^-^x]- 2, 3-v^^^T- 

U > ( 1 2 Omg) ^^PDMA (10ml), h 'Jx?J1/7 5 > (1ml) (Z 
v^PO^^c^Lfc h 'J**y> (1 1 Omg) ^inAT3 
0t>F*1^TWL7Co *(C2-T^/-5--7'n^Et:U^> (19 2mg) £ 

T^ZtltzmZZ:, VUU*)VK/ (9 1/9) TlitSyiJ^y 
7c o 

'H — NMR (CDC \ 3 , 40 0 MHz) : 6 2. 16 (s, 3H), 2. 3 8 (s, 
3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 31 (d. J = 5. 1 
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Hz, 1H), 6. 96 (d, J = 8. 5Hz, 1H), 7. 03 (d, J = 8. 
8Hz, 1H), 7. 45 (s, 1H), 7. 64 (s, 1 H), 7. 75-7. 7 
7 (m, 1H), 7. 89 (d, J = 8. 8Hz, 1H), 8. 31 (d, J = 2. 
4Hz, 1H), 8. 45 (d, J = 5. 4Hz, 1H), 8. 81 (s, 1H), 
11. 17 (brs, 1H) 

m&ftVrm (E S I —MS, m/z) : 5 2 3, 5 2 5 (M'+ 1) 
mMM3 0 : N — { 4 — f (6, 7-i?* h*i/-4-*rS U )V) Or**/}- 2, 
3-'V^f;i/7x-JH — N ' - (2 h^->^^-;^) fr^y 

4-[ (6, 7-y^ + y-4- + ;'JJP) t^]-2, 
U> (120mg) Sr^DD^;UA (10ml) izmML, 2-^h + y7xZ 
MVW-h (60/il) SlDATSfiT-lWI^Lfe. KfottiiZ * & S — 

mg, iR^7 5 %Tf#7to 

'H-NMR (CDCl,,4 0 0MHz): 52. 16 (s, 3H), 2. 3 2 (s, 
3H), 3. 81 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 
25 (s, 1H), 6. 26 (d, J = 5. 4Hz, 1H), 6. 85-6. 87 
(m, 1H), 6. 9 7 - 7. 0 7 (m, 4H), 7. 41 (d, J = 8. 5Hz, 
1H), 7. 44 (s, 1H), 7. 62 (s, 1H), 8. 15-8. 17 (m, 
1H), 8.4 5 (d, J = 5. 4Hz, 1 H) 

mmftrnm (e s i-ms, m/ z ) .-4 7 4 (m*+ d 

$kMW3 1 : N— {4-r (6, 7 - h^y-4-»;U^) ?h=E->1-2, 
3-^^f^7xZJM — N ' - (2-/f;i/7xZ^) frU-T 7 

4-[ (6, 7-y/h + ->-4- + ;U;W t^y)-2, 3-y^W- 
U > (1 2 Omg) ^^DD*M (10ml) KiSfiPU o_- h JU-Ul^ V ~> 
T^— h (55/i 1) SiDATifiT-HfelHiLfc. EJftttK: * * 7 -Jl&tiU A. 

SOX— r-;U£fln*.fc. tJfffiL7t^^ H *itS?L, iiOft^^UOmg, iR 
$70 %Tf#7Co 
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'H-NMR (CDC 1,, 400 MHz): <52. 12 (s, 3H), 2. 22 (s, 
3H), 2. 26 (s, 3H), 4. 05 (s, 3H), 4. 07 (s, 3H), 6. 
2 3 - 6. 2 8 (m, 3H), 7. 02 (d, J = 8. 5Hz, 1H), 7. 14 
-7. 17 (m, 1H), 7. 2 4- 7. 2 9 (m, 2H), 7. 43 (s. 1H), 
7. 49 (d, J = 8. 5Hz, 1H), 7. 60 (s, 1H), 7. 63 (d. 
1 = 7. 3Hz, 1H), 8. 43 (d, J = 5. 4Hz, 1 H) 

mmftVim (ES I-MS, m/z) : 4 5 8 (M*+ 1) 
$U&M_3 2 : N — (4-^DD-2-/^7i-Jl/) — N ' - {4~r (6, 
7->7h^->-4-^yj^) :t^>1-2, 3->7^7xz;H »U7 
4-[ (6, 7-y^h + y-4- + ;'JJW t+'>]-2, 3 - S^^y ~ 
U>(120mg)£^DD (10ml), HJ x?;i/7 5 > (1ml) iz 

mmi>1tm* y^nn^^>MLfchij^y> (llOmg) eo^T3 
0#f8!MTflM$L£. *l:4-^an-2 -/?^7z'J > (13 0^1) £ 

T#^nfcss§, ^nD$w^^;-^ (91/9) 7?jHH"ra^u*y 

'H-NMR (CDC1 3, 400 MHz): 5 2. 14 (s, 3H), 2. 18 (s, 
3H), 2. 27 (s, 3H), 4. 05 (s, 3H), 4. 07 (s, 3H), 6. 
24 (d, J = 5. 4Hz, 1H), 6. 33 (s, 1H), 6. 40 (s, 1H), 
7. 03 (d, J = 8. 5Hz, 1H), 7. 19-7. 21 (m, 2H), 7. 
4 2 - 7. 4 4 (m, 2H), 7. 60 (s, 1H), 7. 65 (d, J = 9 . 0 
Hz, 1H), 8. 44 (d, J = 5. 1Hz, 1 H) 
Rl^tfffi (E S I -MS, m/z) : 4 9 2, 4 9 4 (M' + 1) 

nmmji 3 : n- u-r (6, i h^->-4-^y;;i/) ^->i-2, 
3 zL2J^2k2^^Jkl ~ n ' — (2 -b°u 22kj fr^T 

4-[ (6, 7-y7h + y-4- + /U)l/) t+y]-2, 3 - ix^^Ml/T- 
U > ( 1 2 Omg) nnfrllA (10ml), h 'jXfJI/75 > (1ml) (C 
»*L/fc«, ^OD^^>|;»*Lfchij^y> (11 Omg) eo^T3 
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oa-mMT»#Lfc. *i:2-75;euy> (io4mg) ^^n^., -mn 
mmrn l o s f c * * / - £ in . kfiET*j» * u t# ^ tifca s * , 

^OD$W/^;-JI/ (9 1/9) TIit5yU*y;^o-7K^*77^ 
-Kl.£t)*lMSU S^CDft-^tl^ 7 2mg, W4 4%Tffc. 
'H-NMR (CDC h, 4 0 0MHz) : 6 2 16 (s, 3H), 2. 4 1 (s, 
3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 32 (d, J = 5. 4 
Hz, 1H), 6. 9 2 - 6. 9 8 (m, 2H), 7. 04 (d, J = 8. 8Hz, 
1H), 7. 44 (s, 1H), 7. 65 (s, 1H), 7. 6 7 - 7. 6 9 (m, 
1H), 7. 97 (d, J=8. 8Hz, 1H), 8. 2 5 - 8. 2 7 (m, 1H), 
8. 45 (d, J = 5. 1Hz, 1H), 8. 72 (s, 1H), 11. 77 (b 
r, 1H) 

Ri^tftt (ESI-MS, m/z):44 5 (M'+l) 

mmrn 3 4 : n- u -r (6, i -v* h^->- 4-^7 u;to ^^->i- 2, 

3-v?^^;U7jcn;i^} -n' - (5-^;i/-2-bfu^;i/) frur 
4-[ (6, 7-j;/h^i/-4-+yij;w t+->]-2, 3-^^^;ut=i 

U > ( 1 2 Omg) ^^OD*M (10ml), h 'Jl^75> (1ml) Id 
igflPLfcfg, zS&an*?>lzmmi,fc.bVftXtf> (llOmg) &UaA.T 3 

oftmmm.'vm&isrz. ^(c2-yay-5-hf=iu> (i20m g ) ^an*., 

ft£g|£&, £ □□*W^^y-j[, (9 1/9) -> 'J * ^>^7 □ 

"7 h^7 7^-CJ:0iil 1 Si0MS12 2rag, »7 2%T#7c<, 
'H-NMR (CDC I j, 40 0 MHz) : <5 2. 15 (s, 3H), 2. 28 (s, 
3H), 2. 39 (s, 3H), 4. 04 (s, 3H), 4. 07 (s, 3H), 6. 
32 (d, J = 5. 4Hz, 1H), 6. 90 (d, J = 8. 3Hz, 1H), 7. 
02 (d, J = 8. 8Hz, 1H), 7. 43 (s, 1H), 7. 45-7. 48 
(m, 1H), 7. 64 (s, 1H), 7. 99 (d, J = 8. 8Hz, 1H), 8. 
06 (d, J = l. 5Hz, 1H), 8. 44 (d, J = 5. 4Hz, 1H), 9. 
2 3 ( s , 1 H), 11. 7 7 (b r , 1 H) 
mmfttirm (FD-MS, m/z):4 5 8 (M*) 
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£MM3 5 : N- {4 -r (6 , 7 -S?* h^->- 4 U )V) ^->1- 2 , 

3 -i?*^)l~7^-)l} — N ' — (6 2 -fcl'Jix;!/) frU-T 

4-[ (6, 7-y/h^y-4-^yiJJW t*y]-2, 3-y^^7^ 
U > ( 1 2 Omg) cm^A (10ml), h Ul^75> (1ml) t 
yi' □ ^ >[:gil£ h 'J *7^r> (11 Omg) &tnz.T 3 
O^ra^^TWLfe, ^C6-T5y-2-tfn'J> (12 Omg) £JQtL, 

$e$£> ^PD^M/7th> (40/60) Tlit^yUA^MDYh 
^77^-i:iOi®L 1 gtmvik&V>}& 6 4mg, 'K^3 8%Tf#/t 0 
'H-NMR (CDCh, 400 MHz): <52. 16 (s , 3 H), 2.4 4 ( s , 
3H), 2. 54 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 
32 (d, J = 5. 4Hz, 1H), 6. 61 (d, J = 8. 3Hz, 1H), 6. 
82 (d, J = 7. 6Hz, 1H), 7. 04 (d, J = 8 . 8Hz, 1H), 7. 
44 (s, 1H), 7. 53-7. 57 (m, 1H), 7. 65 (s, 1H), 7. 
79 (s, 1H), 7. 99 (d, J = 8. 8Hz, 1H), 8. 44 (d, J = 

5. 1Hz, 1H), 11. 7 6 (b r, 1 H) 

(FD-MS, m/z):4 5 8 (MO 
mi&m3 6 : N- {4- [(6, 7-y>'^ h^y-4-^/'JJ^) *±>ri -2, 
3 -v^^^^jc-^} — N ' - (4 h^^-7x-;P) frU7 

4- [(6, 7 -y?p< h^v-4-^7 U;U) ^^~>] - 2, 3-^^^^T- 
U> (10 Omg) £^PP^;UA (4ml) IzmMLtzfe. 4-^h^y7i 

'H-NMR (CDC 1 j, 4 0 0MHz) : 52. 02 (s, 3H), 2. 30 
(s,3H), 3. 76 (s, 3H), 4. 06 (s, 3H), 4. 12 (s,3H), 

6. 46 (d, J = 6. 3Hz, 1H), 6. 78 (d, J = 9. 0Hz, 2H), 
6. 91 (d, J = 8. 8Hz, 1H), 7. 39 (d, J = 9. 0Hz, 2H), 
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7. 67 (s, 1H), 7. 69 (d, J = 8. 8Hz, 1H), 7. 92 (s, 
1H), 8. 2 0 - 8. 2 3 (m, 1 H) 

nmttffim (ES I -MS, m/z) : 4 7 4 (M'+ 1) 
MMM3 7 : N— (2, 4-y7MD7iZjl/) - N ' - {4 - [(6, 7 -V 

-2, 5 -^^^I/^j:-;!/} >7U7 
4-[(6 ( 7-V* h*:/-4-*/ U;W ^5/] -2, 5-^^^1/731 
U> (2 0 0mg) ^^OD^A (15ml) MLfei, 2, 4-y7^ 
tD7x-MVy7t-F (88^1) ^JnATJnfAMoft^ i p^p B ^ ^fco 

^□□MA/7th> (4/i) TrJMT £->u#y;!^aT 

'H-NMR (CDCl ; ,4 0 0MHz): 52. 17 (s, 3H), 2. 26 
(s,3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 31 (d, J = 
5. 4Hz, 1H), 6. 57 (s, 1H), 6. 81-6. 95 (m, 3H), 7. 
00 (s, 1H), 7. 43 (s, 1H), 7. 55 (s, 1H), 7. 59 (s, 
1H), 8. 05-8. 13 (m, 1H), 8. 47 (d, J = 5. 4Hz, 1 H) 

mWriffim. (FD-MS, m/z): 4 7 9 (MO 
glMiffJ 3 8 : N - {4- [(6, 7 - is * h^y-4-^;'J ;i/) ?f^>j -2, 
5 -~J*?-)V7 — N ' -ynkiMi/fruy 

4- [(6, 7 h=t^>-4 U;U) **~>]-2, 
U > ( 1 5 Omg) &9 u u-fcfrU ( 1 3 m 1 K hUXf JI-75X1. 5ml) 
tC^?L7c^, ^DP^;UAt^L7t h U**^> (151mg) ^ADtLT, 
AB^il^^ 5^Fb1L7Co ^Cn -y^n > (3 3mg) £*n;LT. £ £ (3 

^□DT^jl/A/y-fe h> (4/1) TlUfSyiJ^yMDYh^y?^-!: 
.fcOffifIKU mm<V It-Sty) Z 1 7 8mg, iR¥9 5 %T 3 t#7c <1 
'H-NMR (CDC U 4 0 0MH z ) : <5 0. 94 ( t , J = 7 . 3Hz, 3 
H) ,1. 51-1. 65 (m, 2H), 2. 15 (s, 3H), 2. 26 (s, 
3H), 3. 21-3. 28 (m, 2H), 4. 05 (s, 3H), 4. 06 (s, 
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3H), 4. 6 3 -4. 6 9 (m, 1H), 5. 97 (s, 1H), 6. 31 (d, 
J = 5. 1Hz, 1H), 6. 98 (s, 1H), 7. 43 (s, 2H), 7. 58 
(s, 1H), 8. 46 (d,J = 5. 4Hz, 1 H) 
K*»*ftt (FD-MS, m/z):40 9 (M*) 
^2r£ffiJ3 9 : N — (4-^pp-2 = o^2kZz^ik) ziU Z (4-r (6. 

7 -i?* b^riy- 4 U;|/) 5 —>^^7xr;M ^7 1/7 

4-[ (6, 7-&* h^->-4-^/U;i/) *3r>']-2, 5~i?*^)UT~ 

|J> (lOOmg) §^dd *;t/A (10ml). MJ x^;W7 5 > (1ml) (C 
mmisltm. y^DD^^>(;ig)9?Lit h U**y> (92mg) ££n*_T3 0 
#IHJ3fefflTfll#L&. *i;4-^on-2-^^7^U >(4 4 ^ 1 ) 

7c. tffttiLfclSiJttL, ^moit^^l 1 8mg, IR^ 7 8 XTffc. 
'H-NMR (CDCl^OOMHz): 52. 16 (s, 3H), 2. 21 (s, 
3H), 2. 23 (s, 3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 
28 (d, J = 5. 4Hz, 1H), 6. 30 (s, 1 H), 6. 32 (s, 1H), 

6. 98 (s, 1H), 7. 2 2 - 7. 2 3 (m, 2H), 7. 43 (s, 1H), 

7. 58 (s, 1H), 7. 5 9 - 7. 6 3 (m, 2H), 8. 45 (d, J = 5 . 
1 H z , 1 H) 

K«#tffffi (E S I —MS, m/z) : 4 9 2, 4 9 4 (M' + 1) 
mMiW44 0 : N — {4-r (6, / h*>-~ 4 U ;P) ^-^->]-2, 

5-z?*^)\,y*-M — N ' - (4-7Jl/tD-2-^^7i-JW frlxT 

4-[ (6, 7-/7h + y-4- + ;'j;i') t+y]-2, 5-y7Wr 
U> (lOOmg) ^no *;PA (10ml), h U X^7 5 > (1ml) f~ 
y^OD^^>IMLfch'J*xy> (9 2mg) »AT3 0 
#R5^2ITflK#Lfc. -7;i/^"P- 2 -^flU^'J > (42/il) £iD 
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fc. 

'H-NMR (CDC 1,, 4 0 0MHz): 52. 15 (s, 6H), 2. 30 (s, 

3H), 4. 05 (s, 3H), 4. 06 (s, 3H). 6. 24 (s, 2H), 6. 

28 (d, J = 5. 1Hz, 1H), 6. 94 (s, 1H), 6. 96-7. 00 
(m, 2H), 7. 42 (s, 1H), 7. 4 9- 7. 5 2 (m, 1H), 7. 58 
(s, 1H). 7. 64 (s, 1H), 8. 44 (d, J = 5. 1Hz, 1 H) 
li^ffl (ES I —MS, m/z) : 4 7 6 (M'+ 1) 

mmm4 1 : N- {4-f (6, 7 h^y-4-^/'J^) ^-^->]-2. 

5-^^^7x-J|/} — N ' - (3-7Jl/tn-2-/h^y7x-;P) 

z 

4-[ (6, 7->7h + y-4-tyiJJW ^y]-2, 5-*J*?)\,T — 
U > (10 Omg) &9 dd*M (10ml), h iJXf^7S > (1ml) (3 
jg«¥L?fc&. 5^0D**>l;:»«pi,fcHJ*;*y> (92mg) £tjn*_T3 0 
ftffiM.^-em.WVTz. &\z 3 -yjlTta- o_-Tzz ->S?> (4 4w 1) Srfln*., 

T#btl7cBI£&, 2uu-fc)\,&/7-fch> (2/1) "CfJRWrS^U 

h^77^-l: ! fc»PiSL ) SiOft^** 126m g> JR^ 8 3 %Tt#7c„ 
'H-NMR (CDC 1,, 400 MHz): <52. 16 (s, 3H), 2. 27 (s, 
3H), 3. 83 (d, J = l. 7Hz, 3H), 4. 04 (s, 3H), 4. 07 
(s, 3H), 6. 31 (d, J = 5. 1Hz, 1H), 6. 7 4- 6. 7 9 (m, 
1H), 6. 9 7 - 7. 0 3 (m, 3H), 7. 44 (s, 1H), 7. 57 (s, 
1H), 7. 60 (s, 1H), 7. 66 (s, 1H), 8. 0 2 - 8. 0 4 (m, 
1 H), 8. 48 (d, J = 5. 1Hz, 1H) 
K«3**Hi (E S I - MS, m/z ) : 4 9 2 (M* + 1 ) 

mmm4 2 : n- 1 4 -r (6, 7 - 2* n^->- 4-^7 uao 2, 

5 -y^^7 31 — ;U} — N ' - (2 - *?-)l7 x.-)U) OUT 
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4-[ (6, 7-y/h^y-4- + /'JJW t+y]-2, 5->7Wr 
U > ( 1 0 Omg) pd*m (i om 1 ) fci&SPU _o - h ;U-f ;K 7-> 

«JBET»ttES«*LT»&nfca*S» ^uu^)V^/T±b> (2/1) TJR 

wrs^u*y;i/^ovh^77>('-fc«fc03WSSL.s«o{t^&i i img, 

iR3p7 9 %Tt#fec 

'H-NMR (CDC 1,, 4 0 0MHz): (32. 12 (s, 6H), 2. 26 (s, 
3H), 4. 03 (s, 3H), 4. 05 (s, 3H), 6. 27 (d, J = 5. 1 
Hz, 1H), 6. 77 (s, 1H), 6. 81 (s, 1H), 6. 91 (s, 1H), 
7. 11-7. 15 (m, 1H), 7. 22 (s, 1H), 7. 24 (s, 1H), 
7. 42 (s, 1H), 7. 59 (s, 1 H), 7. 63 ( d , J = 7. 8Hz, 
1H), 7. 68 (s, 1H), 8. 43 (d, J = 5. 4Hz, 1 H) 

nmftVfM (ES I -MS, m/z) : 4 5 8 (M' + 1) 
g^Mi 3 : N- { 4 -r (6, 7 h^->-4 U ;U) ^^>1- 2, 

5 =1 si2L±2kZ^!jd -n' - (2-^h^y7x^) frux 

4-[ (6, 7-y^h + ->-4- + yUJW t^y]-2, 5-y/W- 
U> (10 Omg) ^^oo*M (10ml) fCjgfifL, 2-/h^->7iZ 

Mvy7t-h (49^ i) ztoPLT-mmmmLfz, Kmmz*? 

£*DtU «EET*lft*®5feLT»e.nfc3S**, ^ A/7 -te h> (2/ 

'H-NMR (CDC 1 j, 400MHz) : 52. 14 (s, 3H), 2. 24 (s, 
3H), 3. 75 (s, 3H), 4. 03 (s, 3H), 4. 07 (s, 3H), 6. 
31 (d, J = 5. 1Hz, 1H), 6. 8 4- 6. 8 7 (m, 1H), 6. 95 
-7. 03 (m, 3H), 7. 06 (s, 1H), 7. 44 (s, 1H), 7. 56 

(s, 1H), 7. 61 (s, 1H), 7. 63 (s, 1H), 8. 17-8. 20 

(m, 1H), 8. 46 (d, J = 5. 1Hz, 1 H) 

mmftVfm (e s i-ms, m/ z ) .• 4 7 4 ar+ 1 ) 
mmm 44 : n-(5--7 j p^-6-^ 2 - tf u 22k) - n • - { 4 - r ( 6 , 



WO 00/43366 



PCT/JP00/00255 



- 73 - 

4-[ (6, 7-^h + '>-4- + /'j;W t^]-2. 5-i/^^;i/T- 
'J> (lOOmg) ^^on (lOml), h »J x^Jl/T 5 > (1ml) 

S>*an**>fc»#L&H.;*;*y> (9 2mg) £Sn;LT3 0 
#WMT*#L&. ^(:6-7$/-3-7*Dt-2-^?J|/f'Jy> (6 9 
mg) SJPA, liat-»Lf; ( KlS«{CfiS«lKK7K*.± h U »>A*»** 

T»tt*eafeLT#e.tlfcaSSr. ^SO^ppzf^UAfcjg^U -^Z\\z^m<D 

'H-NMR (CDCh, 4 0 0MHz): 52. 18 (s, 3H), 2. 42 (s, 
3H), 2. 65 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 
3H), 6. 34 (d, J = 5. 4Hz, 1H), 6. 57 (d, J = 8. 5Hz, 
1H), 6. 98 (s, 1H), 7. 43 (s, 1 H), 7. 62 (s, 1H), 7. 
70 (s, 1H), 7. 74 (d. J = 8. 5Hz, 1 H), 8. 05 (s, 1H), 
8. 46 (d, J = 5. 4Hz, 1H), 11. 17 (br, 1 H) 
llMi (ES I-MS, m/z) : 5 3 7, 5 3 9 (M'+l) 
mMM4 5 : N- (2, 6 ->?pC b*zs- 3 - fcf 'J v?;U) — N ' - {4 -r (6. 
7-^h^/-4-^/UJl/) 2, 5-y7^7x-JW 

4-[ (6, 7-y7h^y-4-^;iJJW ^y]-2, 5-^f;i/7- 
U> (lOOrag) $^DD xK;|/A (10ml), HJ 1^75 > (1ml) fc 
zSt7nn*?>lzmmi>tz h U^y> (9 2mg) ^MT3 0 
#ra^ffiTJfM£L£:. *C3-7S;-2, 6-5/* h + >-tfU^> (7 Omg) 

pp^JI/AT»£BU *no*;UAJi£fii£Bfc:^hy ^ATttflfcUfc. MJET^ 

;U£50A7c o *ftilLfcJ|*ft*aMRL. Si0{^i^l2 4mg 1 W7 9%T 

"H-NMR (CDC 1 ,, 4 0 0MHz) : 6 2. 1 7 (s, 3H), 2. 2 7 (s, 
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3H), 3. 89 (s, 3H), 3. 95 (s, 3H), 4. 06 (s, 3H), 4. 
07 (s, 3H), 6. 31 (d, J = 5. 1Hz, 1H), 6. 34 (d, J = 
8. 5Hz, 1H), 6. 36 (s, 1H), 6. 74 (s, 1H), 6. 99 (s, 
1H), 7. 44 (s, 1H), 7. 57 (s, 1H), 7. 60 (s, 1H), 8. 

20 (d, J = 8. 3Hz, 1H), 8. 46 (d, J = 5. 1Hz, 1 H) 
li^I (ESI-MS, m/z): 5 0 5 (MHl) 

MffiM4 6:N-{4-[(6, 7 -v* K^y - 4 -=fryj;U) j^^j - 2. 

5-^^;i/7x-JH — N ' - (4-^hty7i-;i^) 
4- [(6, 7-y/h + y-4- + /UJl,) ^=^>] - 2 , 5-^^7- 

'J > (lOOmg) £^no*JI^ (4ml) fcj&SLjfcg^ 4-/f^y7i 

^HVy7t-h (60/zl) ^JlAT^-ft^l/fc. »JBETiS#*S 

JnA> WffiUfeztJKSrK^iaifiL, ^ifcD-fb-atJ^ 1 1 Omg, JK^7 4%t?W 
7c. 

'H-NMR (CDC 1 3 , 400 MHz) : 6 2. 0 7 (s, 3H), 2. 2 6 (s, 
3H), 3. 76 (s, 3H), 4. 03 (s, 3H), 4. 08 (s,3H), 6. 
39 (d, J = 6. 1Hz, 1H), 6. 80 ( d , J = 9. OHz, 2H), 6. 
87 (s, 1H), 7. 36 (d, J = 9. OHz, 2H), 7. 55 (br, 1 
H), 7. 62 (s, 1H), 7. 6 7 (s, 1 H), 7. 80 (s, 1H), 8. 
19 (br, 1H), 8. 27 (d, J = 6. 1Hz, 1 H) 
IIMM (ESI-MS, m/z): 4 7 4 (M*+l) 

gUMiffJ 4 7 : N - {4- [(6, 7 - h ^ -> -4- =E 7 'J ;IQ ^=^^] -2 
-iNa7i-)M — N ' --?u\Z)VQUT 

4-[(6, 7-y7h + y-4- + /UJW^y]-2--hn7^iJXl 
50mg) &9uu ftJUA (10ml), HJ X5^y 5 > ( 1 . 5ml) tcigfl? 
LTcft, ^PD^ACjliLfc h iJ*X^> (14 4mg) £2JQ*_T, Mjf 
«E£5#MLfc. ^l:n-7 , Dh , JI/7 5> (31mg) ^in^T, $ 6 fcJnf&SB 
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«U ^I©fk^l6 0mg, JR$8 6%Wc. 

'H-NMR (CDC 1,, 4 0 0MHz): 51. 01 (t, J = 7. 5Hz, 3 

H) , 1 . 59-1. 69 (m, 2H) ,3. 27-3. 34 (m, 2H), 4. 

05 Cs, 3H), 4. 06 (s, 3H), 4. 95-5. 01 (br, 1H), 6. 

47 (d,J = 5. 4Hz, 1H), 7. 43-7. 51 (m, 3H), 8. 04 
(d,J = 2. 7Hz, 1H), 8. 53 (d,J = 5. 4Hz, 1H), 8. 81 
(d,J = 9. 3Hz, 1H), 9. 7 4 - 9. 7 9 (br, 1 H) 
IIMI (FD-MS, m/z): 4 2 6 (MO 

mmM4 8 : N — (2, 4-y7MD7ilM — N ' - {4 - [(6, 1 -V 

4- [(6, 7-y^h + y-4-^yiJJl/) ^^v] - 2 -~ hPT" 'J > ( 1 
0 Omg) S^dd^A (10ml), hUxfJl/JSy (1ml) K:Jg#L& 
£, i'OO^^LfchUjj;^ (9 6mg) ^JflAT, MmWffiZ 5 
^■re1L7t„ ^C2, 4-f/7;i/^-DT-U> (4 5mg) SifflAT. £ <=> KiDiS* 

« sk* i ift Lfc. KfomzmumMikm-f h u ^^mm^m^^r-r v C7±«c^ 

J#U ^□o^MTililLfc. »EET*ttS*a*LT»e>nfc38$*, ?PP 
*;UA/T-feh> (3/1) TiFlt5iIyiJ*y;^D7h^77^-(;j; 

'H-NMR (CDC 1 3, 4 0 0 MHz) : 6 4. 05 (s, 3H), 4. 06 (s, 
3H), 6. 50 (d,J = 5. 1Hz, 1H), 6. 91-6. 98 (m, 3H), 
7. 45 (s, 1H), 7. 49 (s, 1 H), 7. 5 0 - 7. 5 4 (m, 1H), 
7. 8 8 - 7. 9 7 (m, 1H), 8. 05 (d,J = 2. 9Hz, 1H), 8. 
54 (d,J = 5. 1Hz, 1H), 8. 77 (d,J = 9. 3Hz, 1H), 9. 
9 8 ( s , 1 H) 
StS##Hfi (FD-MS, m/z) : 4 9 6 (M0 



MMffl 49:N-{3, 5 - y □ □ - 4 - r ( 6 , 7-> ? ;*h^>--4-=^/ 
UjU) t^^7i^} — N ' - (2. 4-y7MQ7i-Jl/) j^J 



3, 5-^PD-4-[ (6, 7-^h + J/-4- + /'JJW t^]7z 
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»J> (5 3mg) £?DPtfUUA (5ml) ICiStfU 2, 4-y7WD7i 
-;Ky^>T^— h (34/il) 2:JnAT-^niftM^L7c 0 ^ffiT^^^^S 

LTtfe-^cgl;*^ ^pp^a/ZIz h> (2X1) Trmm-t&^vziyju 

9U^ hif^y^ -IZ^omML, i£m<Dfc&%!j& 5 6mg,JRf 7 4%T#/r„ 
'H-NMR (CDC 1,, 400MHz):<54. 05 (s, 3H), 4. 09 (s. 
3H), 6. 26 (d, J = 5. 4Hz, 1H), 6. 8 6 - 6. 9 3 (m, 2H), 
7. 05 (s, 1H), 7. 44 (s, 1H), 7. 46 (s, 1H), 7. 60 (s, 
2H), 7. 64 (s, 1H), 8. 01-8. 05 (m, 1H), 8. 48 (d, 
J = 5. 4Hz, 1H) 

RIMi (FAB-MS, ra/z): 5 2 0, 5 2 2, 5 2 4 (M'+l) 
^15 0 : N- (2, )V^-uy — N ' - (2-7;l/^n-4 

- {f6 ~7 h^~>- 7 - (2-tJl/7^-'J/Xh^y) - 4 -^7 lUH^y/} 
7x-^) *JUT 

N- (2, 4-y7MD7iZ;W — N ' - {2 -7 )V?fU- 4 - [(7-fc 
Ko=^>- 6-7 h^>-4-*/ **^] 7i-JH>7l/7 (2 Omg), 
m^TJ'J^A (7rag). BOifr b y - n -Zf^JlT >=E~0 A (2rag), N 

- (2-7nax^n ^;i^u domg) sn, n-^7^;^;u 

at 5 k (imi) (c^l 7 ow-mmwurc. Kmrnizmmmm^mi- h 

U "i 7 AtK^^^tjp^., £ n D^;i/ATffltHL, ^ P P^UAJI^i^S^-?^ 
A Tij&*gL 7c „ iMT^SSLTf^tifciS^^ 70Q*W^^ 

y-;K3 o/i) Tgpn-5ii->ij*yj^D7 h^77^-cj;oiifiL, 

Sl©fb^2:l 4rag, JR*s 5 7 %Tf#7c„ 

'H-NMR (CDClj, 400MHz): 52. 5 7 (t, J=4. 4Hz, 
4H), 2. 88 (m, 2H), 3. 69 (t, J=4. 4Hz, 4H), 3. 94 
(s, 3H), 4. 26 (t, J = 5. 9Hz, 2H), 6. 43 (d, J = 5 . 
1Hz, 1H), 6. 7 7 - 6. 9 5 (m, 4H), 7. 35 (s, 1H), 7. 4 
3 (s, 1H), 7. 9 6 - 8. 0 2 (m, 1H), 8. 13-8. 17 (m, 1 
H), 8. 4 4 (d, J = 5. 1 Hz , 1 H) 

nmms 1 .• n- (2-^pp-4- {[6-7h^->-7 - (2 -muyx 
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h±k) -4-^7U;l/3 y^.-)l) -N' - (2, 4->'7MD7 

x.~)V) QUJ_ 

N- [2-CUU-4- [(7-hKn + y-6-^ h4->-4-=tV VM * 
7HJW — N ' - (2, 4-y7M07i-^ OUT (1 7 4mg) 
£N, N->7fWM75h* (9ml) &kmtlVO& (64 

mg). a^ft^h^-n-y^^TV^E-^A (14mg), N- (2-i7DD 
X5S>1/) =EJU* U (8 6mg) 7 0tTl 7S$F B 1jim K 

J&Jftfcfl&fllDtK**:*- hWATkmm&lm&s ^on^UATfflttSU yuu* 

2uu-fc)VI±/*2 S-)V (2 0/1) TliinyUijmnYh^77^ 
-lC«fcO*S»!U *I©M6 7 5mg, «3 5%Tt#7c 0 

'H — NMR (CDC 1), 4 0 0MHz) : <5 2. 6 0 - 2. 6 7 (m, 4H), 
2. 95 (t, J = 6. 0Hz, 2H), 3. 71-3. 79 (m, 4H), 4. 
01 (s, 3H), 4. 33 (t, J = 6. 0Hz, 2H), 6. 50 (d. J = 
5. 1Hz, 1H), 6. 8 5 - 6. 9 7 (m, 2H), 7. 09-7. 17 (m. 
2H), 7. 2 2 - 7. 2 7 (m, 2H), 7. 42 (s, 1H), 7. 50 (s, 
1H), 7. 97-8. 01 (m, 1H), 8. 28 (d, J = 9 . 0Hz, 1H), 
8. 5 1 (d, J = 5. 1Hz, 1H) 

St*##HI (ESI-MS, m/ z ) : 5 8 5 , 5 8 7 (M* + 1 ) 

2 : N — (2, 4->'7;i/tn7i^) — N ' - (4 - {[6 

(2-wj;ih^» -4-^yu;u] -2, 5-^ 

N — (4- {[7- (^>>?;l^^» -6 b*~>-4-*S *J)l>] lr*is\ 
-2, 5-y^^7x~W — N ' - (2, 4 - ¥7 )VyfrU7 x.—)b) OUT 
(3 6 6mg) SrN, N- y^fWAJS H (6ml) fci&BU TKBIffc/t 
y-JOK (3 6 6mg) £fln*., ^mTSfiTHftfttfl/ft. MffiTO^ 
ZW£;UO nn^UA, **y-;i/fc:iga¥U -fe^-f Hlti^Lfco ^{c, MEET 
«JK£eSLT»£ftfc8S (213mg), j^St^'J^A (109rag), 3 O 
itT- by—n -O^JIT>^E~OA (12mg), N- (2 - 0 uujl^)V) =E)b 



WO 00/43366 



PCT/JPOO/00255 



- 78 - 

#U>16K4S (74mg) SN, N-^^fM^A75 h* (5ml) lzmMl> 

LT#Stl&»SS, ^ooMA/^^y-Jl- (10/1) TJHHS-f <5*SJg-> 
U*yMD-7h^77^-llJ;0ffiiL < il©M$10 6mg, JR*5 

5 

'H-NMR (CDC 1,, 4 0 0MHz) : 6 2. 17 (s, 3H), 2. 27 (s, 
3H), 2. 64 (t, J=4. 6Hz, 4H), 2. 96 (t, J = 6. 0Hz, 
2H), 3. 76 (t, J=4. 6Hz, 4H), 4. 03 (s, 3H), 4. 34 
(t, J = 6. 0Hz, 2H), 6. 31 (d,J = 5. 4Hz, 1H), 6. 4 
7 (s, 1H), 6. 81-6. 92 (m, 3H), 7. 00 (s, 1H), 7. 4 
3 (s, 1H), 7. 54 (s, 1H), 7. 58 (s, 1H), 8. 05-8. 1 
2 (m, 1H), 8. 47 (d, J = 5. 4Hz, 1 H) 

3 : N- (4 - {[6-^<h-^->-7 - (2-Wj;ih^y) - 4 
-*/U;H :t4^>} -2, 5-y^JP7i^) — N ' - {2-*h*^7 
jl-JI) OUT 

N- (4- {[7- (^>5>JM-+-» -6-^ h + y-4- + ;UJl/] 
-2, 5-y7f^7x-JW — N ' - ( 2 - ^ h =¥ ~>7 x. ~ )V) OUT (3 6 
3mg) N-y^^*M75K (6ml) fcjgflfU ^mt/^^'JO 

A (3 6 3mg) SrflDx.* ***H&TMT 1 WfcflMfcLfc. MEET^fSi&S* 

SSLT&StlfcSsS (1 9 lrag), ^B&^'JtfA (2 1 9mg), 3#fb^h 
5 - n -y?;i/T>^E- (1 2mg), N — *:)Vti*V> 
III (14 8mg) SN, N-y^fWM7SH (5ml) izmML 7 0 

TtttBU ^DD3jNjUA«S:«8fe^-hUC7ATttj»Lfe. MJETi§*«£®£LT 
»S*i.fc3»££, Zuu-fcfrjx/*? ;—)v (io/l) ■eSit§Iiy'j)fj 
yMP7hy77-f-tJ;0i»U MCMftlOlmg, »5 5% 
Tt#7co 
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'H-NMR (CDC 1 3 , 400 MHz): 62. 17 (s, 3H), 2. 28 (s, 
3H), 2. 64 (t. J=4. 5Hz, 4H), 2. 96 ( t , J = 5. 9Hz, 
2H), 3. 76 (t, 3=4. 6Hz, 4H), 3. 83 (s, 3H), 4. 04 
(s, 3H), 4. 34 (t, J = 6. 0Hz, 2H), 6. 30 (d,J = 5. 
4Hz, 2H), 6. 8 6 - 6. 9 0 (m, 1H), 6. 9 6 - 7. 0 6 (m, 3 
H), 7. 16 (s, 1H), 7. 43 (s, 1H), 7. 57 (s, 1H), 7. 
59 (s, 1H), 8. 11-8. 16 (m, 1H), 8. 46 (d, J = 5 . 4 
Hz, 1H) 

mMM5 4 : N- (2-^oa-4- {f 6 - ;* h=¥i/- 7 - (2-* h^->X 
-4-^/'JJ^->} 7X-J1/) — N ' - (2, 4-^7;U^-D7 

zJ*^)lX)l**is H (2ml) tTK^fb^- h'J^A (6 0 w%, 1 5 3mg) 
SrDnx, 6 0tT?3 0 5HIHi«Sjai:U 4-7S;-3-^DD7x;-JH£ 
(3 4 3mg) SrifflAgifiT 1 0#flM$L£. mzi? t^-frXfrttis F (2 
ml) \zmmLfz4-t7nn- 6-^h^>-7- ^ 
/U> (254mg) Srin^ 1 1 0°CT-BfeTOL-7io SJ^*Kl7lc*llBA * □ □ 

*;uA/y-trh> (7/3) -emwrr z ^ v u-? h??? j—iz^om 

88 U 2-700-4- ([(6-^S*'>-7- + -4 

-^yU^]^-^rf>} 7n U >^±4fiKtl ttS^tl 3 3 2 mg -^<£> 
^8 3mg^^DDMA (5ml) Citgl^ 2, 4-y7MD7i-^ 
-fVi/Jt- h (3 2 m 1) fctaAT-ttiUJttitiiSLfc. iETii^gSLT 
»SftjW8«*£, ^no*W7th> (2/1) TInny'J^T-'J^a 
?hy*77^-i; s fcf3ffiib 1 IlOf^ft^5 Omgife. 
'H-NMR (DMSO-d«, 4 0 0 MH z ) 6 3. 7 5 - 3. 7 7 (m, 2H), 
3. 94 (s, 3H), 4. 2 7-4. 2 9 (m, 2H), 6. 55 (d, J = 5. 
1Hz, 1H), 7. 0 4 - 7. 0 9 (m, 1H), 7. 2 5 - 7. 3 6 (m, 2 
H). 7. 42 (s, 1H), 7. 50 (s, 1H), 7. 51 (s, 1H), 8. 
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09-8. 15 (m, 1H), 8. 24 (d, J = 9. 0Hz, 1 H), 8. 49 
(d, J = 5. 4Hz, 1H), 8. 82 (s, 1H), 9. 31 (s, 1 H) 
mMM5 5 :N- (2-£PP-4- U 6 - * 7 - (2- A f>4^>X 

b^ris) — N' - (2 - *h*j/7 ^-)V) 

zS*?-)lX)U**~> F (2ml) (C7K*<b^-hU^A (6 0w%. 1 5 3mg) 
ZtiQTL, eOtlrSOMM^CL, 4-75/-3-^nn7x/-JH 
Mm. (3 4 3mg) 0#j«#Lfco >k\Zi^ ^^-JlXJl^^rzy K (2 

ml) fCf£^L7c4 -£?PP- 6 b^-U- 7 - + ^ 

yj> (2 5 4mg) £#0*. 1 1 O°CT-0$jf}$Lfc o Kfomzfo&toZ.*? U a 

*M/A/T-feN> (7/3) TJilt5->U*yj^ D7 h^77-f-l:j; Offi 
SSL, 2-7DD-4 - {[(6 h*~>- 7 - (2-/h^i>Xh^y) -4 
-^/U;U]^'>} 7-'J>S±4j$fttt5I^3 3 2mg*||fc. *-<Z> 
5^8 3mg&7on*Jl/A (5ml) CigflPL, 2 - ^ h + y7x~M Vy 

h (3 5^ i) *toz.T-mQmmiMLfz a mjzTwm&m&VT&ibn 

tz.m-&%:. 7oo^A/7th> (2/1) TJUP^-T^ > U 77^*;!/^ h if 

?7j-iz£ vmmv, mmoik&W)* 3 1 mgiiL 

'H-NMR (DMSO-d,, 4 0 0 MH z ) (5 3. 7 5 - 3. 7 7 (m, 2H), 
3. 90 (s, 3H), 3. 94 (s, 3H), 4. 2 7 -4. 2 9 (m, 2H), 
6. 55 (d, J = 5. 1Hz, 1H), 6. 8 9 - 7. 0 5 (m, 3H), 7. 
2 4- 7. 2 7 (m, 1H), 7. 42 (s, 1H), 7. 48 (d, J = 2 . 7 
Hz, 1H), 7. 50 (s, 1H), 8. 08-8. 11 (m, 1H), 8. 18 
-8. 22 (m, 1H), 8. 49 (d, J = 5. 4Hz, 1 H), 8. 99-9. 
0 3 (m, 2 H) 

^ffiM5 6 : N- (2, 4-y7MD7i-il/) -NT - (4- { f 6 — ^ h 
^->-7- (2-^^ylFt-» - 4 -^7 U JH^-^'>} -2, 3-7/ 
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N- (4- {[7- (^>^;U^v) - 6 -pC h^riy- 4 ij;^^>} 
-2, 3-v7f^7iZW — N ' - (2, 4-y7MD7iZJH £1/7 
(2 1 3mg) SN, N-y/?MM75 H (5ml), h 'JxfJl/75> ( 1 
ml) fc^$?U *@£ttyt7>^A (4 0mg) /Klfl^TifiT- 

IET?§^S^LTt#^nfe^^ 1 84mg03-fe(D9 0mg£N, N-y^?- 
;U*;i/A75 K ( 1 . 5ml) iC?g#?U tZ\\Zm$i£l U £A (3 2mg), 3 £ 
ik"r b^-n -y^JUTy^-OA (7mg), 2 ^ 

(3 2mg) ^n*., 7 ov-c-mmftLtzo Kmmzmmm.7mi- v u ?a 

T^gLAco M£ET^^^@SLTt#en/t^^^, ^□□*;UA/ / T-t h>(2 
/l) -VMfflir&BSistJ ZitfjU? D7 h^'^y ^ — fdck DJjfggU ij!I<7Mb-& 
1 1 Oragllt. 

'H-NMR (DMSO-d,, 4 0 0 MH z ) : 5 1 . 9 7 (s , 3H), 2. 1 
7 (s, 3H), 3. 31 (s, 3H), 3. 70 (t, J=4. 4Hz, 2H), 
3. 90 (s, 3H), 4. 21 (t, J=4. 4Hz, 2H), 6. 18 ( d , 
J = 5. 1Hz, 1H). 6. 9 5 - 6. 9 8 (m, 2H), 7. 22-7. 31 
(m, 1H), 7. 34 (s, 1H), 7. 51 Cs, 1H), 7. 62 (d, J = 
8. 8Hz, 1H), 8. 03-8. 10 (m, 1H), 8. 36 (d, J = 5. 
1Hz, 1H), 8. 38 (s, 1H), 8. 79 (s, 1 H) 
m&M 57. -N- (4 - {r6-^h^v-7 - (2-p<h^>xh^-» -4 
-^yj^tty} -2, 3 -->^^;i^^ji-;u) — N ' - (2-^h4^>!7 

X — Jt/) VIST 

N- (4 - {[7 - ('KyyM^y) - 6 h4^- 4 UJkJ^y-} 
-2, 3 -iy^^JUyjL-JU) — N ' - (2-/h^y7iZJW £1^7 (16 
1 mg) £N, N->^7;i^;UA7$ h' (4ml), h 'jX?jl/7= > ( 1 m 1 ) 

izmmL. frmtn^wA (3 2mg) ^joa, 7K?nffiamT^T— mwtw 
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M7 5 H (1. 5ml) izmmv. U ?A (2 3mg), BOit^ 

h 7 - n-7^)lT y^—V 2* (5mg), 2 -^ntX^M^X-fjl/ (2 
3mg) £JDA, 7 0tT-»Lfc. £fc«K:tS?D«»7K*^ HJ SA** 
^SrijnA, # nn*;i/ATiHSL, ^pp*;i/A®£M*i^v^>'7AT^; 

»JBET*HE*e*LTfll6nfc3»**, ^ P P^UA/Xiz h > (2/ 
l) §il y 'J *^r';^ n 7 h ^7 7 ^ - (ci 15 L , ^M<Dit^ 

'H-NMR (DMSO-di, 4 0 0 MH z ) : 5 2. 0 0 (s, 3H), 2. 1 
7 (s, 3H), 3. 70 (t, J=4. 2Hz, 2H), 3. 83 (s, 3H), 
3. 90 (s, 3H), 4. 22 (t, J=4. 2Hz, 2H), 6. 19 ( cl , 
J = 5. 1Hz, 1H), 6. 81-6. 88 (m, 2H), 6. 94 — 6. 97 
(m, 2H), 7. 34 (s, 1H), 7. 51 (s, 1H), 7. 58 (d, J = 
8. 8Hz, 1H), 8. 07 ( d , J = 8. 8Hz, 1H), 8. 36 (d, J 
= 5. 1Hz, 1H), 8. 48 (s, 1H), 8. 58 (s, 1 H) 
mmm5 8 : N — (2, 4-y7MQ7xZ^) — N ' - (4 - {[6-^h^ 
is- 7- (2-^h^yXF^y-4-^yj^] ^~>} -2, 5->>'^^;U 

N — (4 — ([7 — (^>>>~;i,^-^-» -6-^h^y-4-^yUJW ^y} 
-2, 5 -y^f^yi-JW — N ' - (2, 4 - i?7 )U^n7 x.-)l) 71/7 
(3 6 6mg) N-y7f H (6ml) Cl}£fi?U 7j^-ft;/\° 

(3 6 6mg) £flnA. 7R^#B^T^r£T 1 Lfc, MffiT^$« 

St^L^do*;^ y^/-;KC?MU -fe^-fHMLfeo ^fc, MEET 
^^rlg^LTft'S.nfe^^ (2 1 3mgh M*'J7A (109mg), 3 7 
it"r h7-n-7?JI/7>tz7A (12mg), 2 -yD^X^JWf JH-r 
)V (4 0 ^ 1 ) £N, N-y/fj^M7 = H (5ml) CigL7 0<CT 1 

U £pp*;I/AB£«e&± h U^ATSJILfc. «ffiTJ8JK LXf# 6 ti 
ynn^M/^^y-^ (10/1) TlltSSiy'J*^!^ 
h if? 74 -fc«fc mmo) it-Si®) & 1 24mg, « 7 3 %Trt#fc 0 
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'H-NMR (CDCU 400MHz):(52. 17 (s, 3H), 2. 26 (s, 
3H), 3. 49 (s,3H). 3. 90 (t, J = 4. 8Hz, 2H), 4. 03 
(s,3H), 4. 34 (t, J=4. 8Hz, 2H), 6. 30 (d, J = 5. 
1Hz, 1H), 6. 57 (s, 1H), 6. 81-6. 95 (m, 3H), 7. 0 
0 (s, 1H), 7. 43 (s, 1H), 7. 55 (s, 1H), 7. 57 (s, 1 
H), 8. 05-8. 14 (m, 1H), 8. 46 (d, J = 5. 4Hz, 1 H) 

WS##Hi (E S I - MS, m/z ) : 5 2 4 (M*+ 1 ) 
gj»il5 9 : N — (4 - {[6-;* h=fc->-7- (2-^h^ylh^-» - 4- 
±yjJ_)l} -2, 5->?^^7i^) — N ' - (2-^h4-'>^jr 

N - (4- {[7 - (^>z/)l**i/) -6 S*->-4 u;p] 
-2, 5-y7f^7i-jW — N ' - (2-^h + y7x-jH ^UX (3 6 
3mg) SrN, N-y^fWM75F (6ml) CigflPU zk^fc/N 0 ^^ 
A (3 6 3mg) £Jn** 7jc*3?ffl^TSST 1 Sfefllj^Lfeo »JET*»Se3t 

S4tT»6n&»$ (19 1ms). KBtfMJ^A (HOmg). S^it^h 
5- n-7^Jl>7 ( 1 2mg), 2 -^□tl^M^X-rJl' (8 

Omg) £N, N-^f)^;PA75H (5ml) L 7 0 tT 1 Bftljf 

^na*M/^^;-jP (10/1) tSimiy'J*yj^D7h 
^77^-l:«J:t)||«U »ft^l2 8mg, iK^7 6%Tf#fe. 
'H-NMR (CDC U 4 0 OMHz) : <5 2. 17 (s, 3H), 2. 2 8 (s, 
3H), 3. 49 (s, 3H), 3. 83 (s, 3H), 3. 90 (t, J=4. 8 
Hz, 2H), 4. 04 (s, 3H), 4. 35 (t, J = 4 . 9Hz, 2H), 6. 
30 (d,J = 5. 4Hz, 1H), 6. 33 (s, 1H), 6. 86-6. 90 
(m, 1H), 6. 9 6 - 7. 0 6 (m, 3H), 7. 17 (s, 1H), 7. 43 
(s, 1H), 7. 56 (s, 1H), 7. 58 (s, 1H), 8. 12-8. 17 
(m, 1H), 8. 45 (d, J = 5. 1Hz, 1 H) 
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Wmftffim (ES I - MS, m/z) : 5 18 (M' + 1) 

Wj6 0 :N- (4- {\7- (^>>?;P;f ^>) - 6 - * L±ilZ 4 

U;H^'» -2, 3->7f^7i^) -N' - (2-^h^y7i-M 

4- {[7- >->';!/ -6-* h + y-4- + /'J;^y} -2, 
3 -i?*^)lT-V > (2 6 Omg) £N, N-y^fJ^M75 H (5ml) 

izmm^rcm, 2 - ^ n+->7iz;k v*>7t- h aiemg) £#n*_T^ 

»*LT»e>nfciSS&, ^DDMA/7th> (2/1) TSIffl-r-SSUBv' 
U*WD7h^7 7-r-l:J:0»«U ^i©fb^£ 1 6 9mg, iR^4 
7 %T?f#7Co 

'H-NMR (DMSO-d», 40 OMHz) : (51. 99 (s, 3H), 2. 0 
2 (s, 3H), 3. 83 (s-, 3H), 3. 90 (s,3H), 5. 25 (s, 2 
H), 6. 18 (d, J = 5. 3Hz, 1H), 6. 81-6. 87 (m, 2H), 
6. 95 (d, J = 6. 1Hz, 1H), 7. 2 9 - 7. 5 9 (m, 7H), 8. 
07 (d, J =6. 1Hz, 1H), 8. 35 (d, J = 5. 3Hz, 1H), 8. 
4 8 ( s , 1 H), 8 . 5 8 ( s , 1 H) 

mmM6 1 :N-{2-^dd-4-[(6, 7 -iS*b*'>-4 -Z-tVV—M 
7x.-)l) -N' - (2, 4-y7MD7iz;M -7 1/7 
2-^OP-4 - [(6, 7 b*Fis- 4 -^r^- v /U— JlO ^->] 7~U 
> (2 14rag) £^nn^j[/A (5ml) Ki$fi¥Ljtl£, 2, 4-y*7JWo 
7x-JK7y7t-h (180/tl) *inAT7 orT4l$|BJKf&Lfc. « 

fd^grox— ■3r;p*inA. #ftHLfeifcjs*aft9iaijaL, ^iiw-ftB-^* 1 4 6m 

g. i|X^4 6 %T=t#7Co 

'H-NMR (DMSO-d.,4 0 OMH z): 53. 98 (s, 3H), 3. 
99 (s, 3H), 7. 03-7. 10 (m, 1H), 7. 2 8 - 7. 3 7 (m, 
2H), 7. 40 (s,lH), 7. 56 (s, 2H), 8. 08-8. 21 (m, 
2H), 8. 57 (s, 1H), 8. 80 (s, 1H), 9. 30 (s, 1 H) 
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MMfttifM (ESI -MS, m/z ) : 4 8 7, 4 8 9 (M' + 1 ) 

2 :N-{2-^aP-4-[(6, 1 hlris- 4 -^t'/'J 

2 -/ 7PP -4_[( 6> h^^-4-^^-V'U-;P) ^"^^] 7- ij 

> (5. 1 3g) S^DP^A (100ml), h'JlWS> (5 0ml) 
\Z&ML1t&, i7UU-^)VJx (3ml) IMUfch'J^^^ (4. 5 9 g) 
*iDAT3 O^fHJftj^Lfc. ^(Cn--7°Phf;i/T^> (2. 7 4g) ^liWXX. 
£5k:2ll#Hlft#Lfc. RJfittfctefDKKASf^-hU^ATK***^. ^po 
*;i-AT"ffltti L, d7PD*;PAJi*Si*«ft»^-hU^ATfti*Ufc. MJEET^^ 
£®£LT?#5nfc8S££, ^D*M/^^y-^ (5 0/1) Tig BUT 3 
'>U*yjU^o^h^77w-fC<fcO»filL, 4 . I4g, JRJ*s 

6 4 %Tt#7to 

'H-NMR (DMSO-d s , 4 0 0MHz) : 60. 91 (t, J = 7. 3Hz, 
3H), 1. 41-1. 53 (m, 2H), 3. 05-3. 12 (m, 2H), 3. 
97 (s, 3H), 3. 99 (s, 3H), 6. 99 (t, J = 5. 4Hz, 1H), 
7. 22 (dd, J=2. 7Hz, 9. 0Hz. 1H), 7. 38 (s, 1H), 
7. 46 (d, J = 2. 9Hz, 1H), 7. 54 (s, 1H), 8. 04 (s, 
1H), 8. 20 (d, J=9. 3Hz, 1H), 8. 55 (s, 1 H) 

«S##fffi (E S I -MS, m/z) : 4 1 7 (M' + 1 ) 
mfeM6 3:N- {4-f (6, t^yl7 
x^JW — n' -xfjl/^l/j 

4- [(6, 1 -V* b*~>- 4 t+y] 7-U>(5 0mg) 
S^7DD*M (3ml), h UX^Jl/TS > (0. 2ml) fcigflPLfcfg, 
□ sfr'PAldJg^Lfc h U^xy>(5 Omg) 0#TO#L;£o 
:j;l;x?J|/7S>Mig (6 9mg) £3jQ;iT, $ b fd^i&T— &flR# L&. S 
^{3^^ 7 — 'USriDA, # O nj^;UA/^ ^ y — ;UTJg|PSf SHPLCfCct Offl 
ML, Si©ft^ft5 1 Omg, IR*1 6%T#7t 0 

'H-NMR (DMSO-dr,, 4 0 0 MH z): 51. 07 (t, J = 7 . 3H 
z, 3H), 3. 11-3. 14 (m, 2H), 3. 9 7 (s , 3H), 3. 99 (s, 
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3H), 6. 10 (t, J = 5. 4Hz, 1H), 7. 14 (d, J = 9. 0Hz, 
2H), 7. 37 (s, 1H), 7. 46 (d, J = 9. 0Hz, 2H), 7. 55 
(s, 1H), 8. 49 Cbr, 1H), 8. 53 (s, 1 H) 
K«^*fffi (ES I -MS, m/z) : 3 6 9 (M + + 1) 
^EffJ6 4:N- {4-r (6, h^->-4-^^/'J-;P) £±>OZ 

ic-;u} -n' -7°p e^frl^r 

4- [(6, K + y-4-WJ-;W ^->] 7~U> (5 Omg) 

S:^DDMA (3ml), h'JX^7 5> (0. 2ml) fC^LfcM, ^P 
□ *^ACg«Lt h U*xy> (5 Omg) ZMXT^WV 3 O^RSjatj^Lfc. 
^t:7°DW5> (21/tl) £2inx-T, iftititLfc. KJSM 

»fb^30mg, JK^47%Tf#fc D 

'H-NMR ( D M S O — d e , 4 0 0 MH z) : 5 0. 89 ( t , J = 7. 6H 
z, 3H), 1. 4 1-1. 5 0 (m, 2H), 3. 0 4- 3. 0 8 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 15 (t, J = 5. 9Hz, 
1H), 7. 15 (d, J = 8. 8Hz, 2H), 7. 37 (s, 1H), 7. 46 
(d, J = 9. 0Hz, 2H), 7. 55 (s, 1H), 8. 48 (br, 1H), 
8 . 5 3 ( s , 1 H) 

S?*##rffl (E S I -MS, m/z ) : 3 8 3 (M*+ 1 ) 
Mti&M6 5 : N-y^JU-N' -{4-f(6, 7 - ^ ht^-4-^t'/'J^ 

4- [(6, 7-v> h*^-4-^yj=JW ^->] 7-U> (5 Omg) 
£^PP^;i/A (3ml), h'JX^;H5> (0. 2ml) fCjg$P Lfc^, 
□ h U*^y>(5 Omg) &to^TMU-V3 0$HBJ«#Ufc. 

^(I7'5 : iL'7S> (22^1) £SQ;iT, £ S C^i&T— Lfc. ElftiftK: 

— 5 an^A/^^/— ;^TJRWrSHPLC»CJ; DHL, 

SS©^«J*2 9mg, iK^4 3%T;f#fe„ 

'H-NMR ( D M S O — d ., 4 0 0 MH z): 5 0. 91 (t, J = 7. 3H 
z, 3H), 1. 2 8 - 1. 4 7 (m, 4H), 3. 07-3. 12 (m, 2H), 
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3. 97 (s, 3H), 3. 99 (s, 3H), 6. 12 (t, J = 5. 6Hz, 
1H), 7. 15 (d, J = 8. 8Hz, 2H), 7. 37 (s, 1H), 7. 46 
(d, J = 9. 0Hz, 2H), 7. 55 (s, 1H), 8. 47 (br, 1H), 
8. 5 3 (s , 1 H) 

W&ttffim (E S I -MS, m/z) : 3 9 7 (M + + 1) 
gj^ffil 6 6 : N- {4-f (6, 7 -i/th^ls- 4-3rj-y\)-)V) ^^-^y 
-c-;i^} -n' -sQ^JltyUT 
4- [(6, 7 4-*±W-JU) y-'J> (5 Omg) 

(3ml), h'JX5 1 ;i/75> (0. 2ml) \zmMVtz'&, 
D^AtCig&Lfc h'J^xy>(5 0mg) ^in^T^ST 3 o^mm.wvtz. 
*I37SJI'7S> (2 6m1) ^iPAT, $ £fCgj&T-lft8g#b7c. J*fSfl£K: 

^^y-;i/$:iPA, ^no^;i/A/^^y-;i/i?jgp^-r^HPLC(c=k Oiftigu 
il»f^tl$2 lmg, JR^3 0%Tf#7c o 

'H-NMR (DMSO-de, 4 0 0MHz) : fi 0. 89 (t, J = 7. 1H 
z, 3H), 1. 2 7 - 1. 4 7 (m, 4H), 1. 41-1. 48 (m, 2H), 
3. 06-3. 11 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 

6. 13 (t, J = 5. 6Hz, 1H), 7. 15 (d, J = 9. 0Hz, 2H), 

7. 37 (s, 1H), 7. 46 (d, J = 8. 8Hz, 2H), 7. 55 (s, 
1H), 8. 47 (br, 1H), 8. 53 (s, 1 H) 

KM^tfffi (ES I -MS. m/z) : 41 1 (M + +l) 
^H^J6 7 : N- istc-y^)]/) — N' - (4-f (6, 7->>'^h^'>-4- 
*-fW-)V) ^-^r^]yx.ZLJU) OUT 

4- [(6, 7 -zs* T~V> (5 Omg) 

*9UU-fr)lI* (3ml), h'JlW5> (0. 2ml) IzmMLfzWi. t> u 
u*)l2±\zmmi>tz h U*7^> (5 Omg) £2jnAT^T3 OttmmftLfz* 
&\Z sec -7°^Jl7 5 > (2 3 m 1) £ £ Kl£fflT— fftJt# L7c„ 

U mmo^t^^ 3 3mg, IR¥4 9 %Tf#7Cc 

'H-NMR (DMSO-cU, 400 MHz): 50. 88 (t, J = 7. 3H 
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z, 3H), 1. 08 (d, J = 6. 6Hz, 3H), 1. 4 0 - 1. 4 7 (m, 
2H), 3. 5 8 - 3. 6 4 (m, 1H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 5. 98 (t, J = 8. 1Hz, 1H), 7. 15 (d, J = 9 . 0Hz, 
2H), 7. 37 (s, 1H), 7. 46 (d. J = 9. 0Hz, 2H), 7. 55 
(s, 1H), 8. 38 (s, 1H), 8. 53 (s, 1 H) 
SIMI (ESI-MS, ra/z): 3 9 7 (M + +l) 
MMM6 8 : N-7'JJHN' -{4-f(6, 7 - S4^>- 4 »J ~ 

4- [(6, 7-5>* h + Y~V> (5 Omg) 

^^ nn *^ (3ml), hUx?^7S> (0. 2ml) fcJgtfLfclfe, 
□ *;i/A(3^Lfe h 'J^y>(5 Omg) ^ijn^T^-ST 3 0#r«8»#L£:. 
^(I7'j;i/7S>MI (3 1mg) £jta*.T, S S tMT?— Ufeifti^Lfe. s 
y ^ y -;P£#qx., i7 □ p *;PA/y> ^ y -;u-pjgH!f -SHPLCtCcfc 0 ** 
§3U II©ft^2 1rag, 3 

'H-NMR (DMSO-dH, 4 0 0MHz) : 3. 7 3 - 3. 7 6 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 5. 07-5. 21 (m, 2H), 
5. 8 4 - 5. 9 2 (m, 1H), 6. 28 (t, J = 5. 6Hz, 1H), 7. 
16 (d, J=9. 0Hz, 2H), 7. 38 (s, 1H), 7. 47 (d. J = 
9. 0Hz, 2H), 7. 55 (s, 1H), 8. 53 (s, 1H), 8. 59 (s, 
1H) 

SiMI (ESI-MS, m/z): 38 1 (M + +l) 

mmm6 9 ■. n- { 4 — r (6, 7 n^->-4-^^-'/u_;u) ^->i7 

i-iH ~ N' - (2-7°Db°-;j/) frU7 

4 - [(6, 7 -i?* h^x-4-+^->7U-^) ^->] T-U > (5 Omg) 
A (3ml), h'Jx5 1 ;i/7 5> (0. 2ml) £*gfl¥Ljfcf£, 
□ *;UAfcjS«!Lfc h'J*7y>(5 0mg) ^5n^T^vST3 0#|HMft#Lfc. 
^:7°DA"M^75>M (3lmg) £fin*.T, $ £ tcMT;-(&it# L 
it. KJfcmz* $ J — Jl^tuX, ZUU-fc)VU/ *9 J— )UT*mffl-TZ>HPLClZ 
JcDMU »{t^J2 6mg, W4 1 %Ti#7^ 0 'H-NMR (DM S 
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O-de, 4 0 0MHz) : 3. 11-3. 12 (m, 1H), 3. 8 9-3. 9 
0 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 49 (t, J 
= 5. 9Hz, 1H), 7. 17 (d, J = 9. 0Hz, 2H), 7. 38 (s, 
1H), 7. 48 (d, J = 8. 8Hz, 2H), 7. 55 (s, 1H), 8. 53 
(s. 1H), 8. 6 8 (s, 1H) 
mmftffim (ES I -MS, m/z) : 3 7 9 (M + + 1) 
^|jffi)7 0 : N- (2. 4 - ~J~7 )\s^-U^> j? )V) - N ' - {4-f (6, 7 - S>' 

4- [(6, 7-S*> h4^>-4-^yj^;i/) T-UX5 Omg) 

J ^ DD * M (3ml), hUi^75> (0. 2ml) fc*A?Lfcfg, 
□ ^kMCigflPLfc h'JWX5 0mg) *Jn*TMTr3 0#W»#L£. 

4-y7^D^>y^7$> (22M) fciJUAT. SSfcgfiT- 

HPLCl;:J:OJWfi!U W^»$3 2mg, JR*4 1 

'H-NMR (DMS 0-d fi , 4 0 0MHz) : 3. 9 7 (s, 3H), 3. 9 8 
(s, 3H), 4. 3 2 -4. 3 3 (m, 2H), 6. 66 (t, J = 5. 9Hz, 
1H), 7. 06-7. 10 (m, 1H), 7. 16 (d, J = 8. 8Hz, 2H), 
7. 19-7. 2 4 (m, 1H), 7. 3 7 (s, 1H), 7. 4 0 - 7. 4 4 (m, 
1H), 7. 48 (d, J = 9. 0Hz, 2H), 7. 55 (s, 1H), 8. 52 
(s , 1H), 8. 6 9 (s , 1 H) 

(E S I -MS, m/z ) : 4 6 7 (M + + 1 ) 
SMMU N~ (4-f (6, 7-y^S^y-4-^t > /'Jrjl/) ^=^->17 

— n' - (2 - bfu ^;i/^^;i/) ^U7 

4- [(6, 7-v* K^,>_4_ + ^> /tJ - ;l/) ^->] T-UX5 Omg) 
Sr^DD^;L/A (3ml), hUX^75> (0. 2ml) CJgJRL&SL 
P^;UAtc»*Lfc h 'J^y>(5 Omg) *ifl7LTMT3 0 #|HJ8K# Lfc. 
#£2, 4-y7MP^>y^7S> (31M) £inx.T, ^CSfit- 

HPLCCiOlliL, mm<Dit&M&3 lmg, »4 3 
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'H-NMR (DMSO-d 5) 40 0 MH z ) : 3. 42 (s, 2H), 3. 98 
(s, 3H). 3. 99 (s, 3H), 7. 16-7. 19 (m, 2H), 7. 22 

-7. 27 (m, 3H), 7. 38 (s, 1H), 7. 57 (s, 1H), 7. 67 
(d, J = 8. 8Hz, 2H), 7. 8 8 - 7. 9 2 (m, 1H), 8. 46-8. 

48 (m, 1H), 8. 54 (s, 1 H), 8. 8 7 (s, 1H), 12. 19 (s, 

1H) 

HJi^WH (FD-MS, m/z) : 4 3 1 (M + ) 

jjfJ7 2 : N- (2, 4-y7^tQ7x-;|/) ~N' - (4-f (6. 7 - 5* 

4- [(6, 7-^^ h*->-4-*±yiJ-;i') ^->] T-'J> (5 Omg) 
£/7DD^;PA (3ml) 2, 4-y7MD7i-JKV">7 

i—b (24/zl) *iPAT— iftUn^iSSSLfc. WttJLfciBa&affi, tffc^Ligt 
a0ffc^ftS5 5mg. JR¥7 2%T:1#7t 

'H-NMR (DMSO-de, 4 0 0MHz) : 3. 9 8 (s, 3H), 3. 9 9 
(s, 3H), 7. 0 4- 7. 0 8 (m, 2H), 7. 24 (d, J = 8. 8Hz, 
2H), 7. 2 9 - 7. 3 5 (m, 1H), 7. 38 (s, 1H), 7. 54 (d, 
J = 9. 0Hz. 2H), 7. 56 (s, 1H), 8. 06-8. 14 (m, 1H), 
8. 5 1-8. 5 4 (m, 1 H), 8. 5 4 ( s , 1H), 9 . 11-9. 1 2 (m, 
1H) 

Il^t/rl (E S I - MS, m/z ) : 4 5 3 (M + + 1 ) 

glMffJ7 3 : N- {4-r (6, 7 - y^ h^y- 4 -^f V'J - Jl/) ah* ^17 
x.~)l} -N' - (4-7KD7i-j|/) ^l/T 

4- [(6, 7-5** h + y-4-WJzW ?M^>] 7^'J>(50mg) 
^^□O^M (3ml) p-7MD7i-JK7y7t-h 

(2 3// i) flftjpfftjiSKLfc. sjfcttfc:.*** — ;u*imA, ^nn* 

$36 

'H-NMR (DM SO- d», 4 0 0 MH z ) : 3. 9 8 (s, 3H), 3. 9 9 
(s, 3H), 7. 11-7. 15 (m, 2H), 7. 2 2 (d, J = 8. 8 Hz, 
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2H), 7. 38 (s, 1H), 7. 4 6 - 7. 5 0 (m, 2H), 7. 54 (d, 
J = 9. 0Hz, 2H), 7. 56 (s, 1H), 8. 54 (s, 1 H), 8. 72 
(s, 1H). 8. 7 5 (s, 1H) 
HM^tfrM (E S I -MS, m/z ) : 4 3 5 (M + + 1 ) 

^«5ff«7 4 : N- (4-r (6, 7-y^h^y-4-^tyj-^) a~*'>17 
xTJM -N' - (2-^f^7i^) frUT" 

4 - [(6, 7 h + *-+^] 7-U > (5 Omg) 

£^nn^;WA (3ml) lc»fl?Lfcft, o-hHMVyTt-h (25// 

? ;-)\s-CmMTZ>HPLaz£K)mmL> »iOft-&M3 0mg, *K$4 1% 

1 H — NMR (DMSO-d 6 , 40 OMHz) : 2. 26 (s, 3H), 3. 98 
(s, 3H). 3. 99 (s, 3H), 6. 9 3 - 6. 9 8 (m, 1H), 7. 13 
-7. 19 (m, 2H), 7. 22 (d, J = 8. 8 Hz, 2H), 7. 38 (s, 
1H), 7. 5 4 - 7. 5 6 (m, 3H), 7. 8 3 - 7. 8 6 (m, 1H), 7. 
93 (s, 1H), 8. 54 (s, 1 H), 9. 10-9. 11 (m, 1 H) 
MMftmm (E S I —MS, m/z ) : 4 3 1 (M + + 1 ) 

5 : N- (4-r (6, 7-y^hty-4-^f/'JZJ|/) ^>-17 

:r-;i/} — n' - (2-/h4 : y7iz^) Qi/7 

4 - [(6, 7 N + y-4-+tyU-JW t^y] 7zU>(5 0mg) 

£^nn*;i/A (3ml) lCigfi¥L;fc&, 2 ->7i-M V ->T^— h 

$45 %Tf#^.„ 

'H-NMR (DMSO-ds, 4 0 OMHz) : 3. 89 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 6. 8 9 - 7. 0 5 (m, 3H), 7. 22 
(d, J = 8. 8Hz, 2H), 7. 38 (s, 1H), 7. 54 (d, J = 8. 
8Hz, 2H), 7. 56 (s, 1H), 8. 13-8. 15 (m, 1H), 8. 2 
3-8. 24 (m, 1H), 8. 54 (s, 1H), 9. 40-9. 41 (m, 1 
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H) 

Jt«#tff« (ES I - MS, m/z) : 4 4 7 (M + + 1) 

MMffl 76 :N- (2-^PD-4-f (6, 7 - y^ h^x- 4 - ^f/'J- 
t^y17i-il/} -n' -X5^1/frWT 
2-*on-4-[<6, h*'>-4-^yj=;W sM^] T-U 

> (2 0 Omg) S^nos^;UA (5ml). h >Jl?;|/75> (1ml) Kigfl? 
Ufeft. & nn&)l>AizmMLfz. h 'J^xy> (17 9mg) £an*.TMT3 
0#R«ft#Lfc. ^fclf;i/75>l»tt (2 4 6mg) ^JD^T, £6 KM 

T»6nfcJSd&^oPAix;uA/^^y-;UTJRBiT'6HPLCic«k0|||«b, a 

«©^«S15 9mg, iK¥6 5%T#7to 

'H-NMR (DMSO-d B , 4 0 0 MHz) : 5 1. 08 (t, J = 7. 1H 
z, 3H), 3. 11-3. 16 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 6. 96 (t, J = 5. 6Hz, 1H), 7. 23 (dd, J=2. 7H 
z, 9. 0Hz, 1H), 7. 39 (s, 1H), 7. 47 (d, J = 2. 7Hz, 
1H), 7. 55 (s, 1H), 8. 02 (s, 1H), 8. 20 (d, J = 9. 3 

Hz, 1H), 8. 5 6 (s, 1H) 

»*#*rffi (ESI-MS, m/z): 4 0 3 (M + + 1 ) 

MMW'\7 7 : N- 7*^)1 -N' - {2-^DD- 4-f (6, 7-> ? ^h^>--4 

-tt'/u- ;p) uut 

2-/7PD-4- [(6, 7 -->7 h^r^y- 4 -^tVUzJl/) 7— U 

> (5 Omg) ^^nn-ftJUA (5ml), h Ux^;PT5> (1ml) 

^OOsKJk&fciM Ufz h *J-fcX¥> (45mg) *inATS[iaT3 0# 
fBJIft#L£:. ^H7f;L'7S> (22/il) ^SPX.T, £ <=> KMT 3 0 ^ L 
fc. SJtSffltfZiSjfn^iftTlc*^ h U tyA7kmi&%lJ[}pL? PP#;!/ATtttHU £P 
P5ftJUAJS£&SzKfiS&:h h U £ATtt«Lfc. MET^H^f SbTll^n/t^ 

$2:^ pn^;UA/^^/-;UTJg^-r^HPLC{c:J; Dill, mm<wt&®)& 

3 Omg, JR2*S4 6 %Tf#fc 0 
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'H-NMR (DMSO-d e , 40 0 MH z); 50. 91 ( t , 3 = 7. 3H 
z, 3H), 1. 31-1. 46 (m, 4H), 3. 09-3. 14 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 96 (t, J = 5. 6Hz, 
1H), 7. 23 (dd, 3 = 2. 7Hz, 9. 0Hz, 1H), 7. 39 (s, 
1H), 7. 47 (d, 3=2. 7Hz, 1H), 7. 55 (s, 1H), 8. 03 
(s, 1H), 8. 20 (d, J = 9. 0Hz, 1H), 8. 56 (s, 1 H) 
MMfttfrM (E S I - MS, m/z ) : 4 3 1 (M + + 1 ) 
MH&M 78:N-{2-^DP-4-r(6, 7 h^->- 4 -^^/ij - 

)l) t^y]7i-Jl/> — N' -^>^;i^^lxT 

2-^7PP-4 - [(6, 7 - 4 -^r^-V^J-Jl) T—U 

> (5 Omg) ^^oo*j[/A (5ml), h 'JX^;i/7 5> (1ml) fCfg^L 
^PP^AK^L 7c h 'JW> (4 5mg) $MTSilT3 0» 
^C7 5;P7 5> (26tf 1) ££n*:T, $^CilT3 O^WL 

33mg, iK^4 9 %T?#>Co 

'H-NMR (DMSO-de, 4 0 0MHz) : 50. 90 (t, J = 7. 1H 
z, 3H), 1. 2 4- 1. 3 4 (m, 4H), 1. 4 3- 1. 4 8 (m, 2H), 
3. 08-3. 14 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 

6. 97 (t, J = 5. 1Hz, 1H), 7. 23 (dd, 3 = 2. 7Hz, 9. 
0Hz, 1H), 7. 39 (s, 1H), 7. 47 (d, 3 = 2. 8Hz, 1 H), 

7. 55 (s, 1H), 8. 03 (s, 1H), 8. 20 (d, J = 9. 0Hz, 
1H), 8. 5 6 (s, 1H) 

K*##HI (ESI-MS, m/z ) : 4 4 5 (M + + 1 ) 

^fisfflJ7 9:N- (sec-^;t/) -N' - {2-^7PP-4-r(6, 7-jxp< 

h^y-4-^t'/'J^) ±±idZ^2kj 

2-/7DP-4- [(6, 7-^h + >/-4-^/'J-;W ^=^>] 7- U 
> (5 Omg) £^PP*JUA (5ml), h UxW5> (1ml) EZ^^L 
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fz&, ?nn7tsJl<Alzmmi<fcbiJ*X<y> (4 5mg) *lnATfiIT3 0^ 
mm.WVtz* ^{Zsec-^;P75> (23M) ^^1:^30 

'H-NMR (DMSO-da, 4 0 0MHz) : 50. 89 (t, J = 7. 6H 
z, 3H), 1. 09 (d, J = 6. 6Hz, 3H), 1. 4 3- 1. 4 6 (m, 
2H), 3. 5 8 - 3. 6 6 (m, 1H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 6. 88 (d, J = 7. 6Hz, 1H), 7. 22 (dd, J = 2. 4H 
z, 9. 3Hz, 1H), 7. 39 (s, 1 H), 7. 47 (d, J = 2. 7Hz, 
1H), 7. 55 (s, 1H), 7. 98 (s, 1H), 8. 23 (d, J = 9. 0 
Hz, 1H), 8. 5 5 - 8. 5 6 (m, 1 H) 
ff*##Tfit (E S I -MS, m/z ) : 431 (M + + 1 ) 

gjM#H8 0 : N-T U^-n' - {2-^DD-4-f (6, 7-^h^>-4 

2-/70U-4- [( 6( 7->?pt ;w ij 

> ( 5 Omg) £^7 □ n^;UA (5ml), h 'Jxf^7 5> (1ml) tCr£fi?L 
fcfg, ^OP^;PA(Crg^?Lfe h ij*xy> (4 5mg) ^^n^T^T3 0^ 
^^Lrcc WZ7 'J JUT S. >mmm (2 1mg) ^ijn^T, $6l:gfiT3 0 

&3»$Sr^nn^;UA/^^y— ;i/TJRW-r*HPLCtc:J:t)«HHL. &m<D<t& 
l^45mg, JR^7 2%Tff7to 

'H-NMR (DMSO-d fi , 400 MHz): 3. 76-3. 79 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 5. 10-5. 24 (m, 2H), 
5. 8 5 - 5. 9 4 (m, 1H), 7. 11 (t, J = 5. 4Hz, 1H), 7. 
24 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 39 (s, 1H), 7. 
49 (d, J = 2. 7Hz, 1H), 7. 55 (s, 1H), 8. 14 (s, 1 H), 
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8. 19 (d, J = 9. 0Hz, 1H), 8. 56 (s, 1 H) 

li^lffl (ES I - MS, m/z) : 415 (M + + 1) 

^mm8 1 : N- {2-^an-4-r (6, 1 -V* b*zs-4 - 

)V) 7t*js]7 3i-Jl>} -N' - (2 -7°U\Z-)V) ^>VT 

2-2UU-4- [(6, ^v-] 7-iJ 

> (50mg) (5ml), h U X3=-;i/7 5 > (1ml) tCT^fi? L 

fe^, ^□□*)^lMl/fcMJ*X^> (4 5mg) SMTSfiT3 0^ 
M«#Lfc. ^(cynA°;U^7 5>^*g (2 Img) SriniLT, 

1 %Tf#fc. 

'H-NMR (DMSO-da, 4 0 0MHz) : 3. 16-3. 1 7 (m, 1H), 
3. 9 3 - 3. 9 5 <m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 
7. 25 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 30 (t, J = 5. 
6Hz, 1H), 7. 39 (s, 1H), 7. 50 (d, J = 2. 7Hz, 1H), 
7. 55 (s, 1H), 8. 16 (d, J = 9. 3Hz, 1H), 8. 18 (s, 
1H), 8. 5 6 (s, 1H) 

K*##ftt (E S I - MS, m/z ) : 4 1 3 (M + + 1 ) 

SMM8_2 : N- (2-^DD-4-r (6, 7 - y^ h^y - 4 -^t'/U- 
;U) ^-^'>1^ -N' - (2, 4-y7)^D^>yjl/) g 1/7 

> (5 0mg) ^^nn^;i/A (5ml), hUXf;P7 5> (1ml) \Zp£MV 
fzm, ^OP^AMLfchiJ*xy> (4 5mg) §MTlfiT3 0» 
M*#Lfc. ^f:2, 4-v?7;U^-D^>^;P7^> (22wl) &tiu?LX. £ 
e.fd^-S-e3 O^raL/i. #TffiL7^ H B H £i!iI?x, 8feJ£L^iSe>ft;£<8f<&4 8rag, 
W6 4%T|#fc. 

'H-NMR (DMSO-da, 4 0 0MHz) : 3. 9 7 (s, 3H), 3. 9 9 
(s, 3H), 4. 3 3 - 4. 3 6 (m, 2H), 7. 08-7. 12 (m, 1H), 
7. 2 2 - 7. 2 8 (m, 2H), 7. 39 (s, 1H), 7. 4 2 - 7. 4 6 (m, 
1H), 7. 49 (d. J = 2. 7Hz, 1H), 7. 54 (s, 1H), 8. 18 



WO 00/43366 



PCT/JP00/002S5 



- 96 - 

-8. 2 0 (m. 2H), 8. 5 6 (s, 1 H) 

(ESI-MS, m/z): 50 1 (M + +l) 
; N- {2-^PD-4-r (6, 7 -*J* b*zs- 4 z*±±LH ~ 

M t^^7i-;H -n' - (2 - b°u ^;m^;u) o>7 

2 _/70D-4-[(6, 7 ->>;* h + «>-4-WJ-;W ^v-] 7=>J 
> (5 Omg) 5:^DP*J1/A (5ml), h'JXfJl/7 5> (1ml) IzmML 
^nn^Afc^bfc h U^-y> (4 5mg) $Mti?ST3 0^ 
WiJMfcLfc. ^C2- (*5MU75/) fcf'Jv> (19wl) ^iJOTLT. 

®s l t t# e> n & ^ $ s o n p * ; u a / * * j - ; i/ t m m t % h p lc t z «t o Mr as 

U il©ft^2 6mg, iK^3 7%Tf#fco 

'H-NMR (CDCh, 400 MHz): 3. 51 (s, 2H), 4. 07 (s, 
3H), 4. 07 (s, 3H), 7. 03-7. 10 (m, 2H), 7. 19 (dd, 
J = 2. 7Hz, 9. OHz, 1H), 7. 35 (s, 1H), 7. 36 (d, J 
= 2. 7Hz, 1H), 7. 54 (s, 1H), 7. 76-7. 81 (m. 1H), 
8. 3 8 - 8. 4 3 (m, 1H), 8. 56 (d, J = 9. OHz, 1H), 8. 
6 4 ( s , 1H), 13. 5 3 ( s , 1 H) 
KM##fM (ESI -MS, m/z ) : 4 6 6 (M + + 1 ) 

^MM8 5 : N- { 2 - ^7 □□ - 4 - r (6 , 7 -■ * h*?/- 4 -^t'/'Jr 

;u) ^-^->iy -n' - (4-7;u^-P7x-;i/) out 

2 _/7pp_ 4 _ [( 6> 7 h + v'- 4 -^VU-JIO T~ U 

> (5 Omg) ^^DP*M (5ml) (Cfg^bfef^, p-7Mn7xZ;P 
-fV->7t-h (2 1<tl) **n^.T6 O^T 1 P#f B 1ffi^L7c 0 #rffl L 
•/tlx, #fc#U gl(7)ft-&ft^5 7mg, JR^8 1 XTJftfc.. 
'H-NMR (DMSO-ds, 4 0 0 MHz) : 3. 98 (s, 3H), 3. 99 
(s, 3H), 7. 13-7. 1 7 (m, 2H), 7. 30 (dd, J = 2. 4H 
z, 8. 8Hz, 1H), 7. 40 (s, 1H), 7. 48-7. 51 (m, 2H), 
7. 55-7. 56 (m, 2H), 8. 21 (d, J = 9. OHz, 1H), 8. 
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3 1 (s . 1 H). 8. 5 7 (s , 1 H) 

nmfttftm (e s i -ms, m/z ) .-4 6 9 (m++ i ) 

H2@ffJ8 6 :N- {2-^an-4-f (6, 7 - v 5 ^ h^-->- 4 -=fcj- VJ — 

^-^->i7ji-;i/} -n' - (2-^b^~>y3L~ji) out 

2-9UU- 4- [(6, 7->?.* h + y-4-^t 1 / l J^W :t=t^>] T-U 
> (5 0mg) &?nnft)ll± (5ml) IzmMLfrm, 2 - * h + y7 x— ;U 

l^53 9mg, ^^5 4 %Tf#7c.o 

'H-NMR (DMSO-ds, 4 0 0 MH z ) : 3 . 90 (s, 3H), 3. 9 8 
(s, 3H), 3. 99 (s, 3H), 6. 8 9 - 7. 0 5 (m, 3H), 7. 29 
(dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 40 (s, 1H), 7. 54 
(d, J = 2. 7Hz, 1H), 7. 56 (s, 1H). 8. 09-8. 16 (m, 
2H), 8. 58 (s, 1H), 8. 9 6 - 9. 0 2 (m. 2 H) 
mmftffim (ES I -MS, m/z ) : 4 l 8 (M + + 1 ) 

H^J8 7 : N- ( 2 - ^ DO - 4 -f (6 , 7 - S J * h^->- 4 -^V*'J ~ 
^-^->1^^-;^} — N' - (5-^PD-2-h''JyJl/) ->l/7 
2-/7QP-4- [(6, 7 -i/* b=^- 4 -^'/'J— ;I0 :t4^>] T-U 
> (5 0mg) ^r^7Dn^;i/A (5ml)> MJI^7S> (1ml) KJgtfPL 
7cf£> £ □ n-fcJUAlzmM L7c h U *X^r> (45mg) £3in*.T^ST 3 0 ft 
m%tWl,fco ^C2-75;-5-7DDtfUy> (2 3mg) £#n7tT, £b 
C60iST 1 B#M^L7Co SJ5£;^(C^fOM^7Km± h U ^A7K^^^SPA^ □□ 

*m s l t# <i n/cgi $ £ # p □ yisji a / * $ j —jw m m-r % hflciz j; o m 

ML, iIO{b^^3 9mg« iK^53%Tf#7to 

'H-NMR (DMSO-dr,, 4 0 0 MH z ) :3. 98 (s, 3H), 4. 00 
(s, 3H), 7. 33 (dd, J = 2. 7Hz, 9. 3Hz, 1H), 7. 40 
(s, 1H), 7. 4 3 - 7. 4 8 (m, 1H), 7. 56 (s, 1H), 7. 60 
(d, J = 2. 7Hz, 1H), 7. 91 (dd, J = 2. 7Hz, 9. 0Hz, 
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1H), 8. 35 (d. J = 8. 8Hz, 1H), 8. 40 (d, 3 = 2. 4Hz, 
1H), 8. 5 8 (s, 1H), 10. 17 (s, 1 H) 
ftfi##rffl (E S I —MS, m/z ) : 4 8 6 (M + + 1 ) 

^J8 8 : N- (4-f (6, 7 -V* h±jsjzA zdt^ZH -M ^->1~ 

2 -7 )V^ruy x.-)V] -n' --fn^jwyuT 

4 - [(6, 7-y/h^y-4-^yj-JW ^*->] - 2 - 7;PtD7z: 
L) > (5 Omg) Ji'DnWA (3ml), h'jx^75> (0. 3ml) I; 

mmLftm. #nan*)\,j 3k \zmmvitbv*x<y> (4 7mg) ^d^t^st 

3 0^WUc. &lz7u\Z)],T$> (2 0 Ml) ^j&p^t, S5lcin?- 

'H-NMR (DMSO-d 6 , 40 0 MH z): 50. 90 ( t , J = 7. 6H 
z, 3H), 1. 4 3 - 1. 4 9 (m, 2H), 3. 05-3. 10 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 61 (t, J = 5. 6Hz, 
1H), 7. 0 5 - 7. 0 7 (m, 1H), 7. 27-7. 31 (m, 1H), 7. 
38 (s, 1H), 7. 54 (s, 1H), 8. 14-8. 19 (m, 1H), 8. 

2 8 - 8. 2 9 (m, 1H), 8. 55 (s, 1 H) 
K*##ffe ( E S I -MS, m/ z ) : 4 0 1 (M + + 1 ) 
^jfoffiJ 8 9 : N-r/^U-N' - {4-f (6, 7 -y^ 
;i/) ^yl-2-7MD7iZJH 

4- [(6, 7-y7 h^y-4-+t , ;U-;W - 2-7MD7" 

U> (5 Omg) J^DD^A (3ml), hUlW5> (0. 3ml) I: 

rnmLtzm. 2unftji,&izmmLitbvftxy> (4 7mg) &an*Tgi&T 

3 0»WLfc o ^td^"^;i/T5 > (24m 1) £inx.T, ££f::£©T-06 

PLCt«fc DOSSIL, ^I©^tl^25mg 1 iR$38%Wc. 
'H-NMR (DMSO-cU, 4 0 0MHz): 5 0. 9 1 ( t , J = 7. 3 H 
z, 3H), 1. 3 0 - 1. 4 7 (m, 4H), 3. 09-3. 13 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 58 (t, J = 5. 6Hz, 



WO 00/43366 



PCT/JP00/00255 



- 99 - 

1H), 7. 0 4- 7. 0 7 (m, 1H), 7. 28-7. 31 (m, 1H), 7. 
38 (s, 1H), 7. 54 (s, 1H), 8. 14-8. 19 (m, 1H), 8. 

2 6 - 8. 2 8 (m, 1H), 8. 55 (s, 1 H) 
WMftVtM (ES I -MS, m/z) : 4 1 5 (M + + 1) 

mmM9 0 : N- (sec-y^Jl/) ~N' - {4-f (6, 7->^h^>-4- 

4- [(6, 7-^h + J/-4-WJ=;W **^] -2-7MD7- 
'J> (5 0mg) $i?DD*M (3ml), h'JlW5> (0. 3ml) [; 
mmisfrm. ^□□*Jl/AI;^LfchU*X^> (4 7mg) £#[]*_T^-fiT 

3 0^FWbt. ^(Csec-^^;i/T5 > (2 5m 1) ££D;tT, £ e> 

t--2)HPLCtcJ:Dm^L, 2mg, 4X3* 1 8 %Tf#7co 

'H-NMR (DMSO-de, 40 0 MHz ) :0. 89 (t, J = 7. 6Hz, 
3H), 1. 0 8 (d, J =6. 6 Hz, 3H), 1. 3 9 - 1. 4 8 (m, 2H), 
3. 5 8 - 3. 6 4 (m, 1H), 3. 97 (s, 3H), 3. 99 (s, 3H), 
6. 51 (d, J = 7. 6Hz, 1H), 7. 0 4- 7. 0 8 (m, 1 H), 7. 
30 (dd, J = 2. 4Hz, 11. 7Hz, 1H), 7. 39 (s, 1H), 7. 
54 (s, 1H), 8. 16-8. 22 (m, 2H), 8. 56 (s ; 1 H) 
Kfi^WM ( E S I - M S , m/ z ) : 4 1 5 (M + + 1 ) 

mifoffl9 1 : N-7'JJ^-N' - {4-r (6, 7 ->>'^ h^-->-4 -^j-'/'J- 

4- [(6, 7-y/h + y-4-+tyUzJW -2-7J^D7r 
U> (50mg) ^^dd*M (3ml), hUx^75> (0. 3ml) fc 
»#Lfcfg, ^DD^JUAfc^Lfc h'J*Xy> (4 7mg) SJp^TSfiT 
3 0»WI«iLfc. ^l:7'J^7 5 >i£@£i& (3 0mg) £;bn*.T, JStSfi 

t"*HPLC»3<fcO*MHL, SlOMSlSmg, »2 8%Tf#t 0 
'H-NMR (DMSO-d.,4 0 0 MH z ) : 3 . 7 5 - 3. 7 9 (m, 2 H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 5. 0 8 - 5. 2 2 (m, 2H), 
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5. 8 4- 5. 9 4 (m, 1H), 6. 72 (t, J = 5. 9Hz, 1H), 7. 
0 6 - 7. 0 8 (m, 1H), 7. 3 0 - 7. 3 3 (m, 1H), 7. 3 9 (s, 
1H), 7. 54 (s, 1H), 8. 13-8. 18 (m, 1 H), 8. 40 (s, 
1H), 8. 5 6 (s, 1H) 

K*$MfHfi (E S I -MS, m/z) : 3 9 9 (M + +l) 

WI9 2 : N- {4-f (6, 7 - -J*, b ± ~> Z 4 Z 'J =Jkl ?M^>1- 

2-7jPtn7i^| -N' - (2 -7°U\d-)l) ^>VT 

4- [(6, 7-i>'p< h*y-4-+t7'Jz;w -2-^;^pt- 

U> (5 0mg) ^r^DP^Jl/A (3ml), h'JX?J[/75> (0. 3ml) \Z 
mmLfz'&, ?nn7is)U J UlzmMLfchiJ*X<y> (4 7mg) ^Jn^T^rST 
3 0a-|BJ!*#Lfc. ^t:7°D/\V^jP7$>l^ (2 9mg) £ftnitT, 

('ifit- iftn^ufe. R^tttcfiSfp^gt**^- h u tfATKiSfigsan*.^ posts 

S£LT»5ft£S;**nDjfc;|,AT?ffi#U 2 lmg, i»3 

3 %-vmz. 

'H-NMR (DMSO-ds, 4 0 0MHz) : 3. 15 (t, J = 2. 4Hz, 
1H), 3. 91-3. 94 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 7. 07-7. 11 (m, 1H), 7. 33 (dd, J = 2. 4Hz, 1 
1. 7Hz, 1H), 7. 39 (s, 1H), 7. 54 (s, 1H), 8. 09-8. 
15 (m, 1H), 8. 4 7 - 8. 4 8 (m, 1H), 8. 56 (s, 1 H) 

mmftVrm (esi-ms. m/ z ) : 397 cm + + d 

nmM9 3 : N- (2, 4 -y7Ko^>-^) ~N' - {4-f (6. 7 - 

4 - [(6, 7 h*->-4 -Jr-TW-Jl,) - 2-7MD7- 

U > (5 Omg) £^ PP*;kk (3ml). h Ul?JP75> (0 . 3ml) \Z 
mmLfttik, ^□Q*MMUhU^y> (4 7mg) 
3 0#IW*#Lfc. ^tC2, 4-y7MO^>y;[/75> (28/il) ^»0A 

Omg, iR2£2 6 %Tft#7Co 
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'H-NMR (DMSO-ds, 4 0 0MHz) : 3. 9 7 (s, 3H), 3. 9 9 
(s, 3H), 4. 34 (d, J = 5. 8Hz, 2H), 7. 07-7. 11 (m, 
3H), 7. 21-7. 27 (m, 1H), 7. 3 0- 7. 3 3 (m, 1H), 7. 
39 (s, 1H), 7. 41-7. 47 (m, 1H), 7. 54 (s, 1 H), 8. 
12-8. 16 (m, 1H), 8. 4 6 - 8. 4 7 (m, 1H), 8. 55 (s, 
1H) 

KS^Wfl (FD-MS, m/z) : 4 8 4 (M + ) 

jlM9 4 : N- (2, 4-y7Jl/tD7i^) -n' - {4-f (6. 7-y 
^ h^->-4-^^VJ-;U) t^->1-2-7MD7xzM 

4- [(6, 7-v^ h + y-4- + ty''JZJW 2f-*v] -2-7MD7Z 
U> (5 0mg) Zt>nn*)lA (3ml) Jd**L/fea, 2, 4-5>^;U^p 
7x-JHV->7t-h (29M) £in*T60«T--l&fI#L7co tJrtB L7ciSi?j 
H^OTJ, m^V^mOit^^ 5 Omg, i&^6 7 %-<?t#7c 0 
'H-NMR (DMSO-ds, 4 0 0MHz) : 3. 9 8 (s , 3H), 3. 9 9 
(s, 3H), 7. 0 4 - 7. 0 8 (m, 1H), 7. 13-7. 15 (m, 1H), 
7. 2 9 - 7. 4 0 (m, 3H), 7. 5 5 (s, 1H), 8. 10-8. 2 3 (m, 
2H), 8. 57 (s, 1H), 8. 9 7 - 9. 0 4 (m, 2 H) 
HS^flrM ( E S I — MS, m/ z ) : 4 7 1 (M + + 1 ) 
ggMff(l9 5:N~{4-r(6, 7-y^ h^'>- 4 V'J 
2-7MP7xZJ|/} -N' - (2 -t^fyy frj^y 

4 - [(6, 7-v^ h + y-4-+f7U^) - 2-7MD7" 

U> (5 0mg) ^^dd^A (3ml) lc:Jg*i¥Lfc1^ o-hMMVy 
T±- h(30/i 1) *i)D^T60^T?-^f^L7Co SJ^tC.* ^ J -JI&DQtL, 

?uu*)vi±/ *9 y-Ju-cmm-t&HPLaz^ommio ^m<D\^^ 1 7 

mg, iR^2 4 %T?t#7Co 

1 H-NMR (DMSO-dn, 4 0 0 MH z ) : 2 . 2 7 (s, 3H), 3. 9 8 
(s, 3H), 3. 99 (s, 3H), 6. 9 5 - 6. 9 8 (m, 1H), 7. 12 
-7. 20 (m, 3H), 7. 3 6 - 7. 3 9 (m, 2H), 7. 55 (s, 1H), 
7. 86 (d, J = 7. 8Hz, 1H), 8. 21-8. 26 (m. 1H), 8. 
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35 (s, 1H), 8. 57 (s, 1H), 9. 0 0 - 9. 0 2 (m, 1 H) 
nmftVfm (ES I -MS, m/z) : 44 9 (M + + 1) 

mmM9 6 : N- {4-f (6, h3^-4-=fr?-V/'J-;U) ^-^->1- 

2-7MD7x-^) -N' - (2-^b^iyy^—)U) 

4- [(6, 7 -i?* h + y-4- + tyU^) ^=^>] -2-7Mn7i: 
U> (5 0mg) &?unK)ll± (3ml) \zmMVtz'&. 2-^h^y7ii 
KV->7t-h (32/il) t:irax.T60Sir-^*^Lfc. ^Jfo^tc;* ^ / - 

^W2 2rag, iR^3 0%Tt#^o 

'H-NMR (DMSO-ds, 4 0 0 MH z ) : 3. 89 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 6. 8 8 - 7. 0 4 (m, 3H), 7. 11 
-7. 14 (m, 1H), 7. 3 5 - 7. 3 9 (m, 1H), 7. 40 (s, 1 H), 
7. 56 (s, 1H), 8. 12-8. 15 (m, 1H), 8. 19-8. 25 (m, 
1H), 8. 57 (s, 1H), 8. 7 5 - 8. 7 8 (m, 1 H), 9. 26-9. 

2 9 (m, 1 H) 

ll^tfrl (ES I -MS, m/z) : 4 6 5 (M + + 1) 

mmM9 7 : N- (4-r (6, h^y-4-^t7'J-Jl/) 3r*z/]- 

3 - *^)Uy -N' -~/Dh:;^r>U-7 

4- [(6, 7-y^h + y-4-^/iJ-JH 3"4^>] - 3 - ^9~)V7 -U 
> (5 0mg) e^anm (3ml), h'Jx^7 5> (0. 2ml) fcit 
MlsTz'&, ?nn*JUAlzmMLfzh>)-fcX<y> (4 8mg) ^Sn^.T^i£T3 
o^r^jf^L7tc ^l:7'ntvi/7$> (20M) £tra*.T, $ St^iST— sfc 

FLCiZ^ DMSiU mmoik^WZ: 3 Orag, «4 7%T*#fc 0 
'H-NMR (DMS O - d «, 4 0 0 MH z): 50. 89 (t, J = 7. 5H 
z, 3H), 1. 41-1. 50 (m, 2H), 2. 03 (s, 3H), 3. 03- 
3. 08 (m, 2H), 3. 98 (s, 3H), 3. 99 (s, 3H), 6. 13 (t, 
J = 5. 4Hz, 1H), 7. 04 (d, J = 8. 5Hz, 1H), 7. 28 (d 
d, J = 2. 4Hz, 8. 5Hz, 1H), 7. 36 (d, J = 2. 4Hz, 1H), 
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7. 38 (s, 1H), 7. 58 (s, 1H), 8. 39 (s, 1H), 8. 50 (s, 
1H) 

HI^*ffi (ES I -MS, m/z) : 3 9 7 (M + + 1) 

gl»J9 8 :N-^;i/-N' - {4-f (6, 7 - *J * h 4 U ~ 

4- [(6, 7-y7F^y-4-^yU^) - 
> (5 Omg) ^^do^A (3ml), h'Jx^7S> (0. 2m I) \ZB 
BLTcm, ?nn7fs)VJ±\zmMLtzbV-fcxy> (4 8mg) ^JnAT^T 3 
O^TO^LTto ^(3^;U75> (24wl) £flD7LT. $ 5 fc^i&T-lftl* 

'H-NMR (DMSO-de, 4 0 0 MH z ) : 6 0. 91 (t, J = 7. 3H 
z, 3H), 1. 2 9- 1. 4 6 (m, 4H), 2. 03 (s, 3H), 3. 07- 
3. 1 2 (m, 2H), 3. 9 8 (s, 3H), 3. 99 (s, 3H). 6. 11 ( t, 
J = 5. 6Hz, 1H), 7. 05 (d, J = 8. 8Hz, 1H), 7. 27 (d 
d, J=2. 3Hz, 8. 5Hz, 1H), 7. 36 (d, J = 2. 4Hz, 1H), 
7. 38 (s, 1H), 7. 58 (s, 1 H), 8. 39 (s, 1H), 8. 51 (s, 
1 H) 

mmftffim (esi-ms, m/ z ) : a i 1 (m + + i ) 

^^(19 9 : N- (2, 4 -iyyjlTtny jl-JU) -N' - {4-f (6, 7-->' 

4 - [(6, 7 -v* h*->-4 -*^/U^;U) ^-^x] - 3 -/^;PT-'J 
> (5 Omg) £^nn*;UA (3ml) (C?^?Lfc^, 2, 4-y7MP7 
i-MVi/7t- h (2 3 /xl) ^jJO^T, --Iftanf&aSfELfc. tfrffiLjUSII 

8fc#U mm<Dlt£;®}$: 5 9mg, 'K^ 7 9 %T^7c. 
'H-NMR (DMSO-d fi) 4 0 0MHz) : 2. 07 (s, 3H), 3. 99 
(s, 3H), 3. 99 (s, 3H), 7. 0 3 - 7. 0 8 (m, 1H), 7. 14 
(d, J = 8. 5Hz, 1H), 7. 2 9 - 7. 3 7 (m, 2H), 7. 39 (s, 
1H), 7. 43 (d, J = 2. 4Hz, 1H), 7. 60 (s, 1H), 8. 07 
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-8. 14 (m, 1H), 8. 52 (s, 1H), 9. 0 3 - 9. 0 5 (m, 1 H) 
n&fttirm (ES I -MS, m/z) : 4 6 7 (M + +l) 

^8&fl»Jl 0 0 : N- {4-r (6, 7 -v^ K^S>- 4 -^i"/U ^->1 
- 3 -*^)173L~)1} -N' - (4 -^;|/^-D^ QVT 

4- [(6, 7 ->>^ ^ + y-4-^tVU ~Jl/) - 3-^f^7r'J 

> (5 0mg) Sr^DD^^A (3ml) fC*gfi?L/U£s p - 7)V^u y x ~)V 
-fV->7t-h (2 2 m 1) £in*_T> -ttM»ftLfe„ *TtBLfc^ H H H^Jt^, 
#fc^U ^^CD-fh-£#j£4 2mg, 5 8 %Tf#7c = 

'H-NMR (DMSO-cU, 4 0 0MHz) : 2. 07 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 7. 10-7. 14 (m, 3H), 7. 35 
(dd, J = 2. 4Hz, 8. 5Hz, 1H), 7. 39 (s, 1H), 7. 43 
(d, J = 2. 4Hz, 1H), 7. 4 6 - 7. 4 9 (m, 2H), 7. 59 (s, 

1H), 8. 51 (s, 1H), 8. 66 (s, 1H), 8. 70 (s, 1 H) 

mmftffim. (esi-ms, m/ Z ) : 449 cm + + d 

HMffil 1 0 1 : N- (4 -f (6, 7 ->>7 h4^>- 4 -^V'J — ;10 ^4^->l 
-3-^^7x-JH -N' - (2 - *h*^7 OUT 

4- [(6, 7-^* h + y-4-WJr;W -3-*3^X~U 
> (5 0mg) ^^DD^jPA (3ml) £»a¥U&&, 2-^h + y7x'Jl/ 

-fyy7t-h (26m l) &an*T, — iftJpJttJBSftUfc. S^fc^^y-;u 

«41rag, J|X^5 5 %Tf#^Cc 

'H-NMR (DMSO-dr,, 4 0 0MHz) : <5 2. 07 (s, 3H), 3. 8 
9 (s, 3H), 3. 99 (s, 3H), 3. 99 (s, 3H), 6. 88-6. 9 
7 (m, 2H), 7. 01-7. 03 (m, 1H), 7. 12 (d, J = 8 . 5H 
z, 1H), 7. 35 (dd, J = 2. 4Hz, 8. 5Hz, 1H), 7. 39 (s, 
1H), 7. 44 (d, J = 2. 4Hz, 1H), 7. 60 (s, 1H), 8. 13 
-8. 15 (m, 1H), 8. 23 (s, 1 H), 8. 52 (s, 1H), 9. 33 
(s, 1H) 

li^l/fl (E S I - MS, m/z ) : 4 6 1 UYT+ 1 ) 
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mmmio2 :n- u-r (6, i-v* h^->-4-^±y*u-;t/; 

-2-^^7xz;H -n' -yabf^^lxT 

4- [(6, 7-^.* h^>-4-*^/»Jx;P) 
> (5 0mg) $r^Dn^;UA (3ml), hUx^-;PT5> (0. 2ml) tc*& 
ffiLfc'&, ? UU-^)l^\zmmvrc h V*Xif> (4 8mg) £;&[]*_t^-?3 
0#p B TO£l^c o ^tcyntf;PT5> (2 0m l) ZZlzM&T—m 

PLClZ<kK>mmi'> tiCO^ti^SOmg^ JR^4 7%Tf#fco 
'H-NMR (DM SO- da, 4 0 0MHz): 50. 90 ( t, J = 7 . 3H 
z, 3H), 1. 42-1. 51 (m, 2H), 2. 21 (s, 3H), 3. 04- 
3. 09 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 53 (t, 
J = 5. 6Hz, 1H), 7. 02 (eld, J = 2. 7Hz, 8. 8Hz, 1H), 
7. 08 (d, J = 2. 7Hz, 1H), 7. 37 (s, 1H), 7. 54 (s, 
1H), 7. 65 (s, 1H), 7. 85 (d, J = 8. 8Hz, 1H), 8. 53 
(s, 1H) 

nmfttirm (es i-ms, m / Z ) : 3 9 7 (m + + d 

ggMffl 1 0 3 : N-Zf^Jl-N' - f4-f (6, 7 -y^ h^y- 4 -^t'/U 

4- [(6, h + ->-4-^t , / l J^) - 2 -*^)1<7-<J 

> (50mg) aa^JVA (3ml), h'Jx^;UT5> (0. 2ml) izfe 
mLfr'&, Pan^AAlzmMLfz h >J*X?> (4 8mg) £inx.T^ST3 
^C7>jP75> (24m 1) *MXT, 2ZlZ&foT—m& 

'H-NMR (DMSO-ds, 40 0MHz) : 50. 92 (t, J = 7. 1H 
z, 3H), 1. 31-1. 48 (m, 4H), 2. 21 (s, 3H), 3. 08- 
3. 13 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 50 (t, 
J = 5. 4Hz, 1H), 7. 02 (dd, J = 2 . 7Hz, 8. 8Hz, 1H), 
7. 08 (d, J = 2. 7Hz, 1H), 7. 37 (s, 1H), 7. 54 (s, 
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1H), 7. 64 (s, 1H), 7. 86 (d, J = 8. 8Hz, 1H), 8. 53 
(s, 1H) 

IlMffi (ES I-MS, m/z) : 41 1 (M + +l) 

I»J1 0 4 :N- (2, 4-^7Ma7i^) -N' - (4-f (6, 7- 

t^yl-2-^J|/7iZJ|/} »7l/7 
4- [(6, 7 -x* h^v-4-^^-l/U - 2 -pt^l/T^ U 
> (5 0mg) S^DD*M (3ml) fc«A¥L&«, 2, 
i-MVy7t-h (2 3 til) ZtialLT* -ttiDffcitijlELfc. WttSLfc^^ 

'H-NMR (DMSO-de, 4 0 0MHz) : 2. 29 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 7. 03-7. 11 (m, 2H), 7. 16 
(d, J = 2. 7Hz, 1H), 7. 2 9 - 7. 3 5 (m, 1H), 7. 38 (s, 

1H), 7. 55 (s, 1H), 7. 8 7 - 7. 9 0 (m, 1H), 8. 13-8. 

19 (m, 1H), 8. 3 6 - 8. 3 9 (m, 1H), 8. 55 (s, 1H), 8. 

9 2 - 8. 9 5 (m, 1 H) 

nmttffim (ESI-MS, m/z) : 4 6 7 (M + + 1) 

mmmi 0 5 : N~ (4-r(6, 7 -j?* h^->-4 -)l>) 

- 2 - *^)V7 x.— J±} -N' - (4-7MD7IZJ1/) 2ilZ 

4- [(6, 7 -it* b*~>- 4 -*j-VV—Jls) pT*v3 - 2-^^;i/7="J 
> (5 0mg) Sr^PP^A (3ml) IzmMLfzilk. p-7^t07i^ 

'H-NMR (DMSO-ds, 4 0 0MHz) : 2. 28 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 7. 08-7. 15 (m. 4H), 7. 38 

(s, 1H), 7. 4 7 - 7. 5 0 (m, 2H), 7. 55 (s, 1H), 7. 84 

-7. 88 (m, 1H), 7. 98 (s, 1H), 8. 55 (s, 1H), 9. 03 

-9. 0 5 (m, 1 H) 

K*##Hi (ESI-MS, m/z ) : 4 4 9 (M + + 1 ) 

^110 6 : N- (4-f (6, 7-y^h^y-4-WJ^) £±>J 
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-2-*^)V7zl-)1} -N' - (2 h^y7x-^) ^^7 

4- [(6, 7 -v^< h^->-4-^^-vu-;P) Pf^v] -2-*^;U7-y 
> (5 0mg) £^pp*;!/A (3ml) izmffiLfzm, 2 h^->7i 
-YVvT±-h (2 6m 1) ££n*T> -tt^il^LTc. *ftfibfci»aS:«ffi. 

1 H — NMR (DMSO-d 6 , 4 0 0MHz) : 2. 29 (s, 3H), 3. 90 
(s, 3H), 3. 98 (s, 3H), 3. 99 (s, 3H), 6. 87-6. 97 
(m, 2H), 7. 0 2 - 7. 0 4 (m, 1H), 7. 08 (dd, J=2. 9H 
z, 8. 8Hz, 1H), 7. 14 (d, J = 2 . 7Hz, 1H), 7. 38 (s, 
1H), 7. 55 (s, 1H), 7. 84 (d, J = 8. 8Hz, 1H), 8. 13 
-8. 15 (m, 1H), 8. 55 (s, 1H), 8. 58 (s, 1H), 8. 61 

- 8 . 6 2 (m, 1 H) 

HMftVfM (E S I - MS, m/z ) : 4 6 1 (M + + 1 ) 

^10 7 :N- (4-r (6, 7 -V* h±js JZ 4 sz ±±VV =.Jl) *=>Fisi 

- 2 -- bnygi-ju} — n' nZEJ^ik^kZ 

4- [(6, 7-y/h + y-4-+tyj^) -2-~hn7^U 
> (5 Omg) Sr^PD7t?;UA (10ml), h > (0. 2 ml) I: 

^«PL.fc», ^□□^Al;^U;hiJ^7 i > (4 3mg) ^iDAT^rST 
3 0^1»Lfc. ^{C^Ptf;i/T5> (18tf 1) ^SPtLT, S6CSj|7- 

GfcjK^Lfc. Ktsmz*? y—ji$:bn?L. t> ;HrMHfJf -5 

HPLCfCfcDflfSSU $H0^i£2 4mg 1 iK^3 8%Tf#7c, 
1 H — NMR (DM SO- d«, 4 0 0 MH z ) : 50. 91 (t, J = 7. 6H 
z, 3H), 1. 45-1. 51 (m, 2H), 3. 0 6 - 3. 0 9 (m, 2H), 
3. 98 (s, 3H), 4. 00 (s, 3H), 7. 40 (s, 1H), 7. 52 (b 
r, 1H), 7. 58 (s, 1H), 7. 6 7 - 7. 7 0 (m, 1H), 8. 04- 
8. 06 (m, 1H), 8. 38-8. 41 (m, 1H), 8. 57 (s, 1H), 
9 . 3 5 ( s , 1 H) 

SIS^tfrM (E S I -MS, m/z ) : 4 2 8 (M + + 1 ) 

WJl 0 8 :N-7'^-N' - {4-r (6, 7 - 2* b ± k ~ 4 - ±± V 'J 
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^yl-2-rhD7x-J|/) 
4- [(6, 7 -is* b*i'-4-*WJ=.)\,) -2-ZhP7-iJ 
> (5 Omg) ££nn3fr;kk (10ml), h'Jl^TSy (0. 2ml) iz 
mmVfz.^ ^PD*;|/AI:igglth'J^y> (4 3mg) £iD7LT^-e 
3 O^jf^LTCo ^fC^;UT$> (22/il) £2inAT, SSKSffiT-flft 

PLCfCJ: OWiSL, ^M^-gr^S: 1 5mg, xR^2 3%Tf#£ 0 
'H-NMR (DMSO-de, 4 0 0MHz) : <5 0. 91 (t, J = 7. 3H 
z, 3H), 1. 3 0 - 1. 4 9 (m, 4H), 3. 10-3. 15 (m, 2H), 
3. 98 (s, 3H), 4. 00 (s, 3H), 7. 40 (s, 1H), 7. 51 (b 
r, 1H), 7. 57 (s, 1H), 7. 68 (dd, J = 2 . 9Hz, 9. 3H 
z, 1H), 8. 05 (d, J = 2. 9Hz, 1H), 8. 40 (d, J = 9 . 2 
Hz, 1H), 8. 57 (s, 1H), 9. 35 (s, 1 H) 
W*:fr#rM (ES I -MS, m/z) : 44 2 (M + + l) 

glMffll 0 9 : N- {2-^DD-4-r (6. 7-y^ K^->- 4 -^±y*U 
-;[/) ^-^r ^l^a:-;!/} — n— p< h^y^^Jlz-N' - If 1x7 

N- { 2 no- 4 -[ (6, 7-y^h + y-4-+t , /U^) ^4->] 
7x - J H -N' -yo ti^^lxy (i o Omg) ^M7|< 7 1 h7t Kn^^> (3 
0ml) KigflSU 7K^ft^hU^A (6 0wt%, 8 8mg) SiD^TlfiT 
1 5^Wit^L7Co ^fC^nn^^-^^^l/X-^^ (6 7^1) £3jnx.T. $ 

(DikS^ 18mg, i&m 1 8 %Tf#7t. 

'H-NMR (DMSO-do, 400 MHz): 50. 89 (t, J = 7 . 6H 
z, 3H), 1. 4 6 - 1. 5 5 (m, 2H), 3. 20 (br, 2H), 3. 48 
(s, 3H), 4. 07 (s, 3H), 4. 08 (s, 3H), 4. 54 (br, 2 
H), 7. 29 (dd, J=2. 7Hz, 8. 5Hz, 1H), 7. 37 (s, 1 
H), 7. 47 (d, J = 8. 8Hz, 1 H), 7. 50 (s, 1H), 7. 50 (d, 
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J = 2. 7Hz, 1H), 8. 6 6 (s, 1 H) 
RiMi (ESI-MS, ra/z):46 1 (M + +l) 

$mMl 1 0 : N-T-fe^;P-N- {2-^DD-4-r(6. 7 h*zs- 
4 =.)],) -N' 
N- (2-^DO-4-[ (6, 7-y^h^->-4-^ygnjl,) r*-*^] 
-N' -yahiJlry^y (1 o Omg) ^^tK^ h ^ t h'D77> (3 
0ml) fcigfl?L, 7j<^fb^-h'J^A (60wt%, 88mg) &ftUx.TM'{m~~C 
1 5#ra8t#Lfc. ^t^tT-b^ (63M) £bfCilST2 0t 

IBHKi^Lfc. «JEETi8«&S£U tK^Jd*-^ PP^ATfflfcBLfc., ^pp* 

'H-NMR (DMSO-d 6> 40 OMH z):<50. 98 (t, J = 7. 3H 
z, 3H), 1. 5 9 - 1. 6 8 (m, 2H), 2. 04 (s, 3H), 3. 27- 
3. 36 (m, 2H), 4. 07 (s, 3H), 4. 08 (s, 3H), 7. 31- 
7. 33 (m, 1H), 7. 35 (s, 1H), 7. 41 (d, J = 9. OHz, 
1H), 7. 50-7. 51 (m, 2H), 8. 63 (s, 1H), 9. 08 (br, 
1H) 

K*#tfrM (ES I -MS, m/z) : 4 5 9 (M + + 1) 

HMffJ 1 1 1 : N' - { 2 -^od-4 -r (6, 7 N^->-4 -^^-y' 

U-;^) t^->i7x-jp} -N-^^;p-N--7°ab:°;i/^uy 

2-^7Pn-4- [(6, 7-v^ K^->-4-^^-yj-;U) T~U 
> (5 6mg) ^^pptJn;1/A (4ml), h UxfJl/7 5> (0. 3ml) Izm 
ffllsfc'tik. ZnuftJl&izmMLfc h U*7^> (5 Omg) SJQATMT? 3 

o^wa^Lfc. ^(CN-^^;i^ypt:;i/7$> (26// n ^DnAt, £b*c 

M"eil^W«E#^Lfe. SJtS^tc^^/-;p&ftiA, ^DD*M/^^y-^ 
'H-NMR (DMSO-de, 4 0 0MHz) : 50. 99 (t, 5 = 7 . 3H 
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z, 3H), 1. 6 4- 1. 7 4 (m. 2H), 3. 08 (s. 3H), 3. 34 (t, 
3 = 7. 6Hz, 2H), 4. 07 (s, 3H), 4. 08 (s, 3H), 7. 00 
(s, 1H), 7. 17 (dd, J=2. 7Hz, 9. 3Hz, 1H), 7. 31 
(d, 3 = 2. 7Hz, 1H), 7. 38 (s. 1 H), 7. 53 (s, 1H), 8. 

41 (d, J = 9. 0Hz, 1H), 8. 64 (s, 1 H) 

ftSfrtfHi (E S I -MS, m/z ) : 4 3 1 (M + + 1 ) 

gUjgj 112.-N' - {2-^DD-4-r(6, 7 ->?;* 

U-;iO a-^vo^xrjp} -N-x^;i/-N-7°afc:;^'j7ixT 

2-/7PO-4- [(6, 7-5?* h^y-4-^7'Jz;W T~U 
> (80mg) £ ^7 n n ;fc;UA (3ml), h U X^;UZ 5 > ( 0 . 3ml) \z& 
^ A fCigfl?Lfc h 'J^^ (72mg) &Jp^.T*flTl 

5 4r|BJi»^Lfc. ^t:N-X^7'Dh^7 5> (44m 1) £#nx.T, $^t: 

)vq mmr z> hplc t «t t) »« l , & a* l t» & n^iBii s >-e»is 

'H-NMR (DMSO-de, 4 0 0MHz) : 5 1. 00 (t, 3 = 7. 3H 
z, 3H), 1. 28 (t, 1 = 7. 1Hz, 3H), 1. 6 9 - 1. 7 4 (m, 
2H), 3. 32 (t, 3 = 7. 6Hz, 2H), 3. 43 (q, 3 = 7. 1Hz, 
2H), 4. 07 (s, 3H), 4. 07 (s, 3H), 7. 02 (s, 1 H), 7. 
17 (dd, J = 2. 9Hz, 9. 2Hz, 1H), 7. 31 (d, 3 = 2. 7H 
z, 1H), 7. 36 (s, 1H), 7. 53 (s, 1H), 8. 42 (d, J = 9 . 
0Hz, 1H), 8. 6 3 (s, 1H) 
Il^tfl (E S I -MS, m/z ) : 4 4 5 (M + + 1 ) 

gjjjlgjl 113 : N' - (2-^cm-4-r(6, 7 - h^->- 4 -=^^-y/ 
'J-JU) 3-*i/]7^-Jl} - N , N-S>'yPE°;Pr>lx7 

2-/7PD-4 - [(6, 7 -5>* h + y-4-+t l /'Jz;W ^4^>] 7^'J 
> ( 1 0 Omg) £^nn*;UA (3ml), h UlW5> (0. 3ml) (; 
mBLfz'&, 2nu^)lA\zmmisfz V Vftxy> (9 0mg) SlHJiLTMT? 
I5^ia«fl5l,fc. ^:^>?yntr;i/T5 > (62M) ^Sd^.t, 
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gl®ft-&|}^4 8mg 1 ^3 5%X^fz a 

'H-NMR (DMSO-ds, 40 0MHz) : 5 0. 99 (t, J = 7. 3H 
z, 6H), 1. 66-1. 76 (m, 4H), 3. 32 (t, J = 7. 8Hz, 
4H), 4. 07 (s, 3H), 4. 07 (s, 3H), 7. 03 (s, 1H), 7. 
16 (dd, 1 = 2. 7Hz, 9. 3Hz, 1H), 7. 31 (d, 1=2. 7H 
z, 1H), 7. 34 (s, 1H), 7. 52 (s, 1H), 8. 43 (d, J = 9. 
0 H z , 1 H), 8. 6 3 (s , 1 H) 

nmttffim (e s i-ms, m/z ) .-459 (m + + 1 ) 

MMM 114: N-^JU-N' ~ {2-^aP-4-r (6, 7-y/h^->- 

4-WJ-;n ^-^->i-7^-;i/} -N-^fj^^j 

2 _/7po-4-[(6, 7->>* h + y-4-+t , / l Jli;i') ^^f>] 7— U 
> (8 0mg) £^pd*;PA (3ml), h'JX^75> (0. 3ml) 

misttte* &nurii)\,&\zmMls1thV*xy> (7 2 mg) *idatmti 

5a-RHi*#Lfc. ^{CN-/?;U^;UT5 > (43« l) ZMpLT. £bfC^ 

-cm m-?z> hplc(c =t 0 mm l . £@5& l xt# e> nfcisn * it 

'H-NMR (DMSO-d.,4 0 0 MH z ) : 50. 99 (t, 1 = 7. 3H 
z, 3H), 1. 3 8 - 1. 4 3 (m, 2H), 1. 6 2 - 1. 6 6 (m, 2H), 
3. 07 (s, 3H), 3. 40 (t, 1 = 7. 3Hz, 2H), 4. 07 (s, 
3H), 4. 07 (s, 3H), 7. 00 (s, 1H), 7. 17 (dd, 1 = 2. 
7Hz, 9. 3Hz, 1H), 7. 31 (d, 1 = 2. 7Hz, 1H), 7. 36 
(s, 1H), 7. 53 (s, 1H), 8. 41 (d, 1 = 9. 3Hz, 1H), 8. 
6 3 ( s , 1 H) 

Ht^ffl (E S I —MS, m/ z ) : 4 4 5 (M + + 1 ) 

Mti&M 1 1 5 :N' - {2-^DD-4-r (6, 7->?^h^>-4-=^y" 

■;-;u) ^-^->i^x-;u} -n- (4-^dd7i^) -n- 
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2-^OD-4 - [(6, 7 -~J* h^f>- 4 ^- + ->] T^'J 

> (8 0mg) Sr^PP^^A (3ml), KUX^7S> (0. 3ml) izm 
misfz'&, ZanXJUAlzmMLTthV-fcXtfy (7 2mg) ^JilxTlfiTl 
5^r B 1»^Lfeo *t:4-^00-N-^fJH"'J> (35ul) 

/-jis-vmm-rz hplck .tDttsu iM^g£itt#6 n^as n £ x- 

T#fc?£U mm<Dik&!®)$: 8 3mg, iR^6 9%Tfffc 0 

'H-NMR (DMSO-d 6) 4 0 0 MH z ) :3. 36 (s, 3H), 4. 06 
(s, 3H), 4. 07 (s, 3H), 6. 89 (s, 1H), 7. 17 (dd, J 

= 2. 7Hz, 9. 0Hz, 1H), 7. 23 (d. J = 2. 7Hz, 1H), 7. 

3 3 - 7. 3 5 (m, 3H), 7. 4 8 - 7. 5 0 (m, 3H), 8. 41 (d, 

J = 9. 0Hz, 1H), 8. 6 1 (s, 1H) 
nmfttirm (ESI-MS, m/z) : 4 9 9 (M + + 1) 
HMffil 1 1 6 : N ' ~{2-^PP-4- [(6, 7 - i?* h^ris- 
~)V) j^vj 7i-M-N, N-yIfJ^l/7 

2 -/7DD-4 - [(6, 7-5/^ h + y-4-+tyj-JW ^~>] T-U 
> (50mg) S^oam (2ml). FUxf^7 5> (0. 5ml) \zm 
ffiVtz'fe, $ □oMAMlfe h U*xy> (4 8mg) £fiD7LT^-C3 
O^M^L/io ^CyI^7S> (0. 5ml) OP^T, SetC^T- 

'H-NMR (CDC 1 3 , 4 0 0 MH z) : 51. 30 (t, J = 7. 1Hz, 
6H), 3. 44 (a, J = 7. 1Hz, 4H), 4. 12 (s, 3H), 4. 2 
0 (s, 3H), 7. 16 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 2 
7 (s, 1H), 7. 31 (d, J = 2. 7Hz, 1H), 7. 59 (s, 1H), 
8. 15 (s, 1H), 8. 48 (d, J = 9. 0Hz, 1H), 8. 81 (s, 
1H) 

nmfttitm (ES I -MS, m/z) : 4 3 l (MH 1) 

mmm 1 1 1 : n-i 2 pa - 4 - [(6, 7 - h^ 1 ^- 4 -^yu - 
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)V) #±iy\ 7x.-)U\-N' -^^-JU^UT 

2-2UU- 4- [(6, 7-y/h^->-4-+t , /'J^) **z/] T—*J 
> (50mg) ^^pd*M (2ml), h'JX^7=> (0. 5ml) izfe 
MLfcW:, 9 DDMAt;i)Slfc N U ikTsfy (4 8mg) 
0#IHJ«#L&. 7 81(1^1, /^7S>MI (13 0mg) & 

jjpx.-€-©^s#iaL, $ zizmw— mwtWLtco Kmm\z*$ ;-)v*m?l. 

^nn3jN;WA/^^>'-;i/-espB-r*HPLCK:«kO»«IL, SlcfttftS 4 l 
mg, J&*£7 0 %Tf#fc. 

'H-NMR (DMSO-de, 40 0 MHz) : 52. 68 (d, J =4. 4Hz, 
3H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 8 6 - 6. 8 8 (m, 
1H), 7. 21 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 37 (s. 
1H), 7. 43 (d, J = 2. 7Hz, 1H), 7. 53 (s, 1H), 8. 07 
(s, 1H), 8. 17 (d, J = 9. 0Hz, 1H), 8. 54 (s, 1 H) 
(E S I -MS, m/z ) : 3 8 9 (M + + 1) 
HMffil 1 18 :N' -(2-^no-4- [(6, 7 -v^- h^>- 4 -4^1/11 
-JP) ^-^->] -7ji-;1/>-N, 

2 _/7on-4 - [(6, 7 h*->-4-=^/'J 7-'J 

> (50mg) $/?DDWA (2ral), h'JXW5> (0. 5ml) leg 
^OD*;i,A£«»LfcHJ (4 8mg) *jra^TM-e3 

oftmmwvtc, mz- i %mz^n\^. y^ws>Mi (2 5 omg) 

^□□*j|/A/^^y-^TIit§HPLCiCJ:OlliU, *«©ffr&*b£3 3 
mg. i»5 3 %Tf#^„ 

'H-NMR (CDC 1 : ,, 4 0 0MHz) : 6 3. 11 (s, 6H), 4. 1 2 (s, 
3H), 4. 20 (s, 3H), 7. 05 (s, 1 H), 7. 17 (dd, J = 2. 
4Hz, 9. 3Hz, 1H), 7. 31 (d, J = 2. 4Hz, 1H), 7. 59 
(s, 1H), 8. 15 (s, 1H), 8. 46 (d, J = 9. 3Hz, 1H), 8. 
8 2 ( s , 1 H) 

nmftffim (E S I -MS, m/z) : 4 0 3 (M + + 1 ) 
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N-{2-^DD-4-[(7-h KD + y- 6 - * h + y-4-+t , /'J-;W 
3-*->] 7i-JH — N ' -y'aEJl^UT (7 5mg), mmtlV^A (5 lm 
g), l,3-y7'D ; E7DA> (7 6/il) $N,N-y^fM^A75 h* (4m 

i) iz®ffivmwLT-3mr*m&i>yza ms^Tmm^^vm^nrzm^iz?^ 

1JU^, ?nn*)lA~CffiliiLfzo ^mm^m^mm^ h U VJ±T*&t%L, MEET 
?t^*^*LTt#^^7t^^^X— t^TT^U N- (4- {[7- (3-7*P 

^^n^y) - 6 h^>-4-*±\7'J-;i/| ttis) - 

— N ' -7"Pk'J^k7^7 4mg, iK^7 8%T|#/fc„ ffSftfc+fUH*: 
(74mg), iMMtlVOA (5lmg), "EJUfr'J > (13 0tfl) ^N,N~zy^^- 
H (4ml) C^lifgt-tt^Lfc. MJEET?«£^5SUT 



U glU CD ft 4 9rag, «6 3%Tf#/io 

' H — N M R (CDC la, 4 0 0 MH z ) : 60. 89 ( t , J = 7 . 4 4 H z , 
3H), 1. 41-1. 50 (m, 2H), 1. 97 (t, J = 6. 83Hz, 1 
H), 2. 3 3 - 2. 4 9 (m, 4H), 3. 0 4 - 3. 0 9 (m, 2 H) , 3. 3 
2-3. 38 (m, 4H), 3. 52-3. 68 (m, 3h), 4. 03 (s, 3 
H), 4. 2 3 -4. 2 9 (m, 1H), 4. 32 (t. J = 5. 89Hz, 1H), 
6. 98 (t, J = 5. 49Hz, 1 H), 7. 21 (dd, 5 = 2. 68, 9. 
03Hz, 1H), 7. 36 (s, 1H), 7. 46 (d, J = 2. 68Hz, 1 

H), 7. 53 (d, J = 7. 81Hz, 1H), 8. 03 (s, 1H), 8. 18 
(d, J = 9. 27Hz, 1H), 8. 54 (d, J=4. 39Hz, 1 H) 

ftfi##rii (E S I - MS, m/z ) : 5 2 9 (M + ) 

UMiffJ 120. -N- (2-&UU- 4- {16 -X b*is- 7 -(2 -^E^TfrU J 
iF^y)-4-^t'/'J^] ^->} y^~)V) — N ' -ypfcf^frnr 



N-{2-^OD-4-[(7-kh'D^y-6-^ h + y- 4 - + tV'U ~Jl/) 
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7irJH — N ' -y'n^^ryuy (7 2mg), U (3 0m 

g), 1,2 -yyotl^> (6 2 xil) ^N^-y^^WAJS H (4ml) 

Si LT# 5 $I-r^ WL, N- (4- {[7- (2-7'otxh 

- 6 h^^-4 -^VU^l/] ^->} -2 -^dd7xz;w - 

N' -7"Ok 1 Jl/7H§4 0mg> ^4 5 %Tt#7c„ #bn7c4T B 1#: (4 5mg), 
mW-ti^^K (3 0mg), ; E;I/t}nU> (8 0 Ml) &N,N-y7f J^M7S 
K (2ml) fc^L^fflT- M^Lfco MJ£T^£®£LTf# 6 n7c?i££ 

^42mg, i»5 6%-tWc 

'H-NMR (CDC 1 3, 4 0 0MHz) : <5 0. 89 (t, J = 7. 3 2Hz , 
3H), 1. 4 3- 1. 4 9 (m, 2H), 2. 3 2 - 2. 3 8 (m, 2H), 2. 
66 (bs, 1H), 2. 79 (t, J = 5. 86Hz, 1H), 3. 04-3. 
0 9 (m, 2H), 3. 2 9 - 3. 3 6 (m, 4 H) , 3. 5 3 (m, 1 H) , 3. 
57-3. 59 (m, 2h), 3. 96 (s, 3H), 4. 31 (t, J = 5. 8 
5Hz, 1H), 6. 98 (m, 1H), 7. 21-7. 23 (m, 1 H) , 7. 
41 (s, 1H), 7. 46-7. 47 (m, 1H), 7. 55 (cl, J = 12. 
69Hz, 1H), 8. 03 (s, 1h), 8. 19 (d, J = 9. 27Hz, 1 
H), 8. 55 (d, J = 5. 37Hz, 1H), 

nmftffim (es i-ms, m/ z ) .-517 (m + + d 

mffiMl 2 1 :N- (2-^dd-4 - {[7 - (3 -h Ka^^O/E^y)- 
6 h^'>-4 -3f-fV*V-)\s] Tt^z/} -7^.-)V) — N ' -7"P LVP^ k7 
N-(2-7nn-4-[(7-tHP + y-6-^ h + — ;U) 

7iUW -N* -ynejP^l/T (5 5mg) .MA'J^A (2 0 
mg), 3-7"Dt-l-7°PAV-^ (6 2//1) £N,N - y^?MM7 
5H (4ml) (C?g^LmST3B#r B 11t^L/Co mi£Tmm&m£; LT#6tl7c 
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U «JET»«£S£LT»Sftjfc35S££DP*Jkk/.*:* y-^TJgWT-S. 

0 %-e#fco 

'H-NMR (CDC I 3, 4 0 0 MH z ) : 30. 91 (t, J = 7. 4 4Hz , 
3H), 1. 24 (bs, 1H), 1. 4 3 - 1. 52 (m, 2H), 1. 97 (t, 
J = 6. 22Hz, 2H), 3. 06-3. 11 (m, 2H), 3. 56-3. 7 

1 (m, 2H), 3. 97 (s, 3H), 4. 27 (m, 2H), 6. 99 (t, J 
= 5. 62Hz, 1H), 7. 23 (dd, J = 2. 6 8, 9. 0 3Hz, 1H), 
7. 38 (d, J = 9. 03Hz, 1H), 7. 47 (d, J = 2 . 68Hz, 1 
H). 7. 54 (s, 1H), 8. 05 (s, 1H), 8. 20 (d, J = 9. 03 
Hz, 1H), 8. 5 5 (s, 1H) 

SiMI (ESI-MS, m/z):46 1 (M + + 1 ) 

mMMl 22 : N- (2-^pp-4- {[7 - (2-h FP^ylh^y) - 6 
4 -^y'U ^-4^i>} 7izj^) -N' -y°u\i)V^VT 

N-{2-^PO-4-[(7-hFo + y-6-^ h^y- 4 -+ : f- > /'jZjk) 
7izjH — N ' -7°ntj^|/7 (5 Omg), mWL* U >>A (3 Om 
g), Ifl/y^'P^t H U > (44/tl) 5N,N-y/fMJl/A75 H (4 

mi) \zmm^m^3mm^Lrzo mEErmm^m^LTn^nrc^^ 

7c . 

'H-NMR (CDC1 3 , 400 MHz): 50. 91 (t, J = 7. 44Hz, 
3H), 1. 4 2 - 1. 4 9 (m, 2H), 3. 06-3. 11 (m, 2H), 3. 
8 0 - 3. 8 3 (m, 2H), 3. 98 (s, 3H), 4. 22 (t, J=4. 6 
4Hz, 2H), 4. 98 (t, J = 5. 37Hz, 1 H), 6. 99 (t, J = 
5. 37Hz, 1H), 7. 33 (dd, J = 2. 69Hz, 9. 03Hz, 1H), 
7. 39 (s, 1H), 7. 48 (d, J = 2. 68Hz, 1H), 7. 55 (s, 
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1H), 8. 05 (s, 1H), 8. 19 (d, J = 9. 27Hz, 1H), 8. 5 
5 (s, 1H) 

SIMI (ESI-MS, m/z):44 7 (M + +l) 

nffimi 23 :N- (2-^7PD-4- {f6-^ h^->-7- (4-h°'J-;^ 
*h^>-) -4-^t7'J-J^y) 7i^) — N ' -yn^jlryiyy 

mn (N- {2-^DP-4-[ (7-hh'D + y-6-^h^y-4-^t 
v/U-;W t+^]7iz;W — N ' -7"ot:;i.i7l/7, 80mg) JHttfcU^A 
(138m g), 4-i7UU^)V^}V>mmm. (4lmg) &N,N-5?*3\>U3f? 
^75 H (lml) H®«PL80t:T3I^K««iLfc. S*ffi^C*StlD>L. 

^DP^;Pi,-yo/w-;u (3/1) TtttHLfc. *r***«t*i«»^-h u»> 

ATft«U «ffiT8#SS5fcLT»5ftfc8S£HPLCK:T««U MO 

'H-NMR (CDCb, 400 MHz): 50. 96 (t, J = 7. 6Hz, 3H), 
1. 5 3 - 1. 6 4 (m, 2H), 3. 25 (dd, J = 7 . 3Hz, 12. 9H 
z, 2H), 4. 07 (s, 3H), 5. 32 (s, 2H), 6. 66 (s. 1H), 
7. 14 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 27 (s, 1H), 
7. 29 (d, J=2. 7Hz, 1H), 7. 41 (d, J = 5. 9Hz, 2H), 
7. 54 (s, 1H), 8. 24 (d, J = 9. 0Hz, 1H), 8. 59 (s, 
1H), 8. 63 (d, J = 6. 1Hz, 2H) 
MMftVrm (ESI-MS, m/ z ) : 4 9 4 (M + + l ) 

gagSfljl 24:N-f2-^DD-4- ({6-^ h^->-7- [(5-^E;l^U 

N-{2-^DP-4-[(7-h + h + ^>- 4 U - 

7i-;H — N ' -yPt°;P^7l/T (7 Omg), m^WA (3 0m 
gh W/fl/>7D'7'f H (8 Owl) &N,N-y/?M^7$F (5 
ml) C$g*LMT3B#raJ»#Lfc. «£ET«tt*SSLT»'&tlfc3SSfc7fc 
Srfinx., ^DD^TittUfc. ^*S£fc7kifell^MJ^ATtt«U ttJEE 
T»tt&S*LT&6>ttfc8££x-^;WTffii*U N — [4- ({7- (5-7"' 
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U^^y^-)V) j-*~>] - 6 h^->- 4 -Jri-W—JU) r^MrvO -2-2 
DD7z-W — N' -^PK;^I/7*4 3mg, TO4 6%Tf#fc„ f#£>n 
&*W# (4 3mg). Utl6*U^A (3 0mg), ^Utf? U > (7 0/il) £N,N 
->7fMM75F (4ml) t^LiST-ilt^Lit. «JET*«ES 

t>«»!U il©ft^3 0mg, 4X^6 8 %T?#7c„ 

'H-NMR (CDC 1 3, 4 0 0MHz) : 6 1. 71 (t, J = 7. 32Hz, 
3H), 2. 28 (t, J = 7. 20Hz, 2H), 2. 63 (m, 2H), 3. 0 
8-3. 14 (m, 5H), 3. 2 9-3. 3 0 (m, 5H), 3. 47 (bs, 
1H), 3. 73 (m, 1H), 3. 8 6 - 3. 9 0 (m, 2H), 4. 36 (t, 
J=4. 65Hz, 3H), 4. 46 (t, J=4. 76Hz, 1H), 4. 77 
(s, 1H), 4. 99 (t, J = 6. 34Hz, 2H), 7. 80 (m, 1H), 
8. 02 (dd, J = 2. 68Hz, 9. 27Hz, 1H), 8. 18 (s, 1 
H), 8. 27 (d, J = 2. 68Hz, 1H), 8. 34 (s, 1H), 8. 8 
5 (s, 1H), 9. 00 (d, J = 9. 03Hz, 1H), 9. 35 (s, 1 H) 
W*#*Ht (E S I - MS, m/z ) : 5 5 9 (M + + 1 ) 

^flSffll 125 : N- {2-^DP-4-r ( 6 - h4^>- 7 - (r 5 - ( 1 H— 
1, 2, 3-h'J77-J!/-l--fJl/) ^>fJMt^^} -4-^'/';-^) 

J-*>-~\y^~)l} — N ' -7D[fJ^l/7 

h U T 4 /— ;K0.41ml), l-7"D ; &-5-^DD^>^> (l.Oml)> BUit^ 
b^y^JUTyenyA (lOmg), £>£Z$3 MTkmt-f h U ^A7j<^^ (1ml) 

£7-teh> (10ml) tigj&U SOCT-isB^Pb^^Ltco K^U^mz?^^^. 

ML. *mfa (390mg) £t#7c. 

KsfSf (N — (2-7nn-4-[ (7-hHD + y-6-/h+y-4- + t 1 / 

U-;u) t+->]7x-;H — n ' -ynfcf;i^i/7\ somg) MMtiVyA (1 
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38mg)> Mj£<D<pfflfe (52mg) $N,N-y^?MJkA7 5 F (lm 1 ) fC 

(3/1) Tfl&ffibfc. #««tfc#«H^HJtfAT*£**U «EET»ttE 
LTfl f.^ci$ $H P L C tCTflfij SE^©ffc<&&l£4im g , iK^ 
38%Tf#7Co 

'H-NMR (CDCh, 4 0 0MHz) : 50. 96 (t, J = 7. 6 Hz, 3H), 
1. 5 0 - 1. 6 5 (m, 4H), 1. 9 0 - 2. 0 8 (m, 4H), 3. 24 (d 
d, J = 7. 1Hz, 12. 9Hz, 2H), 4. 01 (s, 3H), 4. 17 (t, 
J = 6. 6Hz, 2H), 4. 44 (t, J = 7. 3Hz, 2H), 4. 88-4. 
94 (m, 1H), 6. 32 (s, 1H), 7. 14 (dd, J = 2. 7Hz, 9. 
0Hz, 1H), 7. 25 (s, 1H), 7. 29 (d, J = 2. 7Hz, 1H), 
7. 48 (s, 1H), 7. 55 (s, 1 H) , 7. 70 (s, 1H), 8. 23 (d, 
J = 9. 0Hz, 1H), 8. 5 8 (s, 1 H) 
li^lirl (E S I - MS, m/z ) : 5 4 0 (M + + 1 ) 

^MM 126:N' - (2-j?DD-4- (r6-^h^->-7 - (4 - faf' J ^ 
jk2Lb±>> - 4 -^±'/U-;M^-^->} 7x-^) -N, N-yX?;^l/ 

z 

M3^f (N ' - {2-^7DP-4-[ (7-kFD^y-6-/h^y-4- + 
tV'J-^) ^^^]7-c-;U} — N, N-yXWH, 83mg) ,^K^7 >J 
9 A (138m g). 4-^OD^^Kf'JyyMS (49mg) SN.N-iy*-?- 
»A7S h* (lml) C»#LMTl8l$IWift#Lfc. SJC&S^fCTK&iP 

(3/1) TtttBLfc. ^M^^TKfiKBe^ h 
'J^ATttjlU «BET*jBI*S5feUT»6nfca$*HPLC»;T«f«L, £ 

'H-NMR (CDCb, 400 MHz): 51. 26 (t. J = 7. 3Hz, 6H), 
3. 41 (q, J = 7. 1Hz, 4H), 4. 08 (s, 3H), 5. 32 (s, 
2H). 6. 98 (s, 1H), 7. 14 (dd, J = 2. 7Hz, 9. 0Hz, 
1H), 7. 27 (s, 1H), 7. 29 (d, J = 2. 7Hz, 1H), 7. 4 
1 (d, J = 5. 9Hz, 2H), 7. 55 (s, 1H), 8. 37 (d, J=9. 
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0Hz, 1H), 8. 58 (s, 1H), 8. 63 (d, J = 5. 9Hz, 2 H) 
M##T<4 (ES I -MS, m/z) : 5 0 8 (M + + 1) 

mmmi 2 7 : N- (2-^PD-4- {[6 - h^->- 7- (4-=E)l>friJ / 
7>=fr>0 - 4 ^->} -N' -ypbMt/fri^x 

N-{2-^DD-4-[(7-th'n + y-6-^ b=¥'>- 4 -=¥±V^J 
**zs] 7i-Jl/} -N' -7°Pti;P^I/T (7 Orag), U >>A (3 Om 

g). ^>^^fl/>7*OSF (80mI) $N,N-y7fWA7SF (5 
ml) C^Hfil:3RfWLL Mj£T*&^£@5fe LT#£>ti£$l£ fC7]c 

T^£S:£LTf#£>nfc3S££x-^;PT&#U N- (4 - {[7 - (4-^ 
Dt7"h + y) - 6 h + ->-4-^±v'U-;i/] - 2-^DD7i 

— N ' -yPt°Jy^L-7^4 3mg, JK$U6%T#fc. # *17t <f Wl* 
(4 3mg), j^^'J^A (3 0mg). ^E;P*U> (4 0/il) £N,N-£/^^ 
M^ATSH (4ml) \zmffi- L^X-mMW Lfco iETO^gSLT 
mznfzm£lzmui%M7kmi- h U ^A7Ki£^££n^PP*;kATfflaiL7c. 

o n*M/^ 37 y - y 'J *^>7 D7 h -tc=k Ofll 

U ^HcD-fb^S: 2 3mg, JK^5 3%Tt#fc„ 

1 H — NMR (CDC la, 400 MH z ) : 5 0. 9 9 ( t , J = 7. 32Hz, 
3H), 1. 5 6 - 1. 6 2 (m, 13H), 2. 0 0 - 2. 0 8 (m, 2H), 3. 
2 6 - 3. 2 8 (m, 2H), 4. 04 (s, 3H), 4. 24 (m, 2H). 4. 
7 2 -4. 7 7 (m, 1 H), 6. 65 (s, 1H), 6. 99 (s, 1H), 7. 
19-7. 26 (m, 1H), 7. 30 (s, 1H), 7. 3 2 - 7. 3 4 (m, 
1H), 7. 51 (s, 1H), 8. 25. (d, J-9. 03Hz, 1H), 8. 
6 1 ( s , 1 H) 

SIMM (ES I-MS, m/z) : 5 4 5 (M + +l) 

128 :N- [2-?PD-4 - ((6-^ht/-7 - [2 - (4-^ 

;i/h°^^> ? y)x h=fr->] -4-^^v"U-;y} 7xzjh -rsr -7° 

P b°J^l/7 
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N-{2-^on-4-[(7-t h*D^y-6-^ */- 4 -*r^J U ~)V) 
7iz;H — N ' -ynif;^^7 (6 0mg), ^K#U£A (3 0m 
g), l,2-y^D€l^> (7 0 Ml) ^N,N-y^fM;^75 K (4m 1 ) 

^pp*;yAT&!tBL;t 0 fMSjlTkaitMJ^ATttjll/, MffiTrt^^ 

«£LT#S*lfc3SS£X-^;PTifti*U N- (4- {[7- (2-7'DtIh 
-6-/h + y-4-4tyUz;i/] -2-^DD7i-M - 

N ' -^Ofc!;Wl/7*4 6mg, 1K^6 2 %Tf#fc 0 f&Stt&*W#: (4 6mg)> 
(2 0mg), N-^;Hf^>?> (5 0m) £N,N - vpt^l/ 

*^7^ f omi) izmmLmm'v—mm&Lfz. mmTmrnzw^Lm 

»» h U^ATSib, ttEET«*&S5fcLT»Sftfc35£ £^ p 

'H-NMR (CDC 1 3, 4 0 0 MH z ) : SO. 99 (t, J = 7. 32Hz, 
3H), 1. 61-1. 64 (m, 2H), 2. 75 (m, 2H), 3. 00-3. 
16 (m, 4H), 3. 25-3. 16 (m, 4H), 3. 2 5 - 3. 2 9 (m, 
2H), 4. 02 (s, 3H), 4. 2 7 -4. 3 5 (m, 2H), 4. 78-4. 
83 (m. 2H), 5. 33 (s, 3H), 6. 69 (s, 1H), 7. 17 (del, 
J = 2. 68Hz, 9. 03Hz, 1H), 7. 31 (s, 1H), 7. 49 (s, 
1H), 8. 26 (d, J = 9. 27Hz, 1 H), 8. 59 (s, 1 H) 
MMfttirM (E S I -MS, m/z ) : 5 3 0 (M + + 1 ) 

jyjffjj 129 :N-{2-^PP-4-[(7-{2-[(2-b FD^yX^) 
75 /J Xh^y} -6-/h^y-4-WJ-;i/) 7 
— N ' -Zfu\d)V^UT 
N-{2-yDD-4-[(7-hKn + y-6-/K + y- 4 - ^t'/'J-^) 
^-=^->] 7ilM — N ' -T'nbf^l/J (6 5ms), ^Stfj U ^A (3 0m 
g), l,2-y7DW> (3 0 Ml) $N,N-y/^^75 H (4ml) 

m^i l ^ i& t 3 rasK # l fc . mi£T m m * ^ l xn & tx^ g a tc ?k s m a. , 
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g£LTt#6tl££g££x-- N — (4- {[7- 

- 6 -y< h + 5>-4-^^-V*>J-;i,] ;t*:>} -2-^DD7iZiW - 
N' -7°Oh'J^l/7 5 3 6mg, iR^4 5 %TT#7Co f# <~>tl/c* (3 6mg), 
M^TJ'J^A (3 0mg), N-^f^X^y-;H5> (3 0//1) £N,N-;x 
/fJl/*M7S F (3ml) JC^L^T-Hft«#Lfco MJ£T*g$i£®Sc 

£ ^7 p □ * ; v A / ^ 5 / - j U t H HI f 3 v U * yj 1/ 77 p t b y =7 ~7 4 - \z. J: K> m 

'H-NMR (CDCh,4 0 0MHz): 50. 98 (t, J = 7. 32Hz, 
3H), 1. 59 (m, 2H), 1. 94 (bs, 1H), 3. 23 (m, 2H), 

4. 03 (s, 3H), 4. 07-4. 15 (m, 4H), 4. 76 (m, 4H), 

5. 35 (s, 3H), 7. 10-7. 17 (m, 1H), 7. 28 (s, 3H), 
7. 40 (s, 1H), 7. 54 (s, 1H), 8. 37 ( d , J = 9. 03Hz, 
1H), 8. 6 4 (s, 1H) 

nmfttirm ces i -ms, m / Z ) .-504 (m + + d 

mffiiffl 130 : N- [2-^PP-4 - ({6-^h^^-7 - [3 - (4 -y^ 
;^^7yy)7°n^^y1 ^x) 7i3] -N' - 

N-(2-7DO-4-[(7-hHD + y-6-^h + ^- 4 -^y'Ux )\>) 
— N ' -7"nt>7U7 (75rag), m.m.tJ U >^A (3 0m 
g), LS-yya^yo/O (7 5 Ml) &N,N-y^f MM75 F (4m 

i) tc^L^T3Pfr^Ji^Lfeo m&rmm^^Lxn^nrcm^iZTK^ 

MX. ^PP^;UATJ4itlL^o ^M£»7K^^hU^AT^L, MffiT 
^£&^LTf#6n7cg|££x-^;PTl£#U N — (4- {[7- (3-^*P 
^yntflri/) - 6-/h^y-4-W7 ,| J-W - 2-^DD7x 

=L)l<) -N' -7 , P^"7l^7S5 0mg, W5 2%TWc, ibtlttllf* 
(3 Omgh mWttlVOA (2 0mg), N - pWHf ^7 x> (4 Owl) £N, 
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N-/7fi^A75F (3ml) fc*#L£iaT-lftit#Lfc. Ml£Ti&M 

'H-NMR (CDC 1 3 , 4 0 0MHz) : 50. 99 (t, J = 7. 3 2Hz, 
3H), 1. 5 8 - 1. 6 2 (m, 2H), 2. 2 5 - 2. 5 0 (m, 3H), 2. 
7 0 - 2. 8 5 (m, 3H), 2. 9 2 - 2. 9 8 (m, 3H), 3. 2 5 (m, 
2H), 4. 04 (s, 3H), 4. 25 (m, 2H), 4. 83 (m, 3H), 5. 
34 (s, 3H), 6. 70 (s, 1H), 7. 21 (dd, 3 = 2. 68, 9. 
03Hz, 1H), 7. 26 (s, 2H), 7. 31 (s, 1H), 7. 49 (s, 
1H), 8. 18 (d, J = 9. 27Hz, 1H), 8. 59 (s, 1 H) 

Ki^tl (E S I -MS, m/z ) : 5 44 (M + + 1 ) 

HMffil 13 1 :N' -r2-^7DD-4- ({6-^N4^>-7-r2 - (ltf- 
1, 2. 3 - h 'J7'/-Jl/- 1 --f Jl.) x -4^f '/'J - JH 

7xr;H~N, N-yI^;^U7 
HC^I- (N ' - (2-^DO-4-[ (7-tHD+->-6-/h + y-4- + 

^-yiJ-jU) t+y]7i-;H -N, N-ylWk7, 83m g ) ,^1* U 

•7A (138m g), 2- (1H— 1, 2, 3 - h U 7 1 -< ;W X^;P 4 

1 -^>if >7,)l7*±— h (59mg) JN,N-y^fWM7 

5K dm i ) \zmm^m°ci:imr^m 1 wvtz 0 M^^^k^oA, $uu 

*)VJ±-7°un;-)V (3/1) TttEHLit. tll^KMy-h'J^AT^ 

4 3 imih'JX^75> (0.027ml) O ^ D D jjsJkA (lml) mm\Z, OCT N 
U^Xy> (90mg) JP^.T, SO^mmWLfzo KmM^^^OViZ^Lfc^. 
i/JL^Jl7 2.> (0.044ml) SrMTLTjPA, 2^Ba*Uj"T^S*T^jfiLfc. £ 

;u (3/i) TttWLfc. mmm&myntfiimj- h u ^atkjsl, meet?£$;£ 
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'H-NMR (CDCb, 4 0 0MHz) : <5 1 . 2 6 (t, J = 7. 1Hz, 6H), 
3. 41 (q, 1 = 7. 1Hz, 4H), 4. 03 (s, 3H), 4. 53 (t, 
J=4. 9Hz, 2H), 4. 94 (t, J = 5. 1Hz, 2H), 6. 98 (s, 
1H), 7. 13 (dd, J = 2. 7Hz. 9. 0Hz, 1H), 7. 26 (s, 
1H), 7. 73 (s, 1H), 7. 94 (s, 1 H) , 8. 38 (d, J = 9. 0 
Hz, 1H), 8. 6 0 (s, 1H) 

mmmi 32 3 - (r4- (3-?pp-4- (r (s?x^;^y$y) #;t^x 
;HT$/} 7xy^» -6-^h^->-7-WJ-;H^-» 7°Pbf;u 

~ N, N-yXfM-/U-f h 
Jim (N' - {2-^on-4-[ (7-tFn^y-6-^h + y-4-* 
ir^^yy — N, n-~>"x5p;!^ ut\ 83mg) u 

^7 A (l38mg), 3 -ZfU=E- 1 -7'DAV- ;l/ (0,027ml) &N,N-y/f;|/ 
*;i/AT5 H (lml) H?g^L80 c CTl8^K^Lfe. R^-g-^(C7jc^ijaA, 
7DP*M-7"n/v-^ (3/1) TlUiLL «Ji£*7j<ast±hU^ 

?#7Cc ^fUH^i: MJX^TS > (0.027ml) O^DD^A (lml) mm\Z, 0 
t:-ehU^7sy> (90mg) jJDTtT, 30#|lfl8K#Lfc. S^^r^$0 o C iZ^SP L 
yXfjP7S> (0.044ml) £MT LTJOTL, 2P#^7&HtT^yg^T#S L 

7to Kfoffi:&mzmum&.7kmi- v u ^atk^m^jox.. ^pp^a-^p 

/W-^ (3/1) TffltHLfeo Wti«£te 7 j<^g£^HJ^ATfi;^U MJ3ET 
ili $ L Tf# ^ tlfc ?I $ $ H P L C C Tlf i b , ^IKD^^iQmg, i|X 
^17%TTf#7t„ 

'H-NMR (CDCh, 400 MHz): 51. 04 (t, J = 7. 1Hz, 6H), 
1. 22 (t, J = 7. 3Hz, 6H), 3. 09 (q, J = 7. 1Hz, 4H), 
3. 36 (q, J = 7. 1Hz, 4H), 3. 75 (t, J = 6. 3Hz, 2H), 
3. 97 (s, 3H), 4. 29 (t, J = 6. 1Hz, 2H), 6. 93 (s, 
1H), 7. 10 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 24 (d, 
J = 2. 7Hz, 1H), 7. 27 (s, 1H), 7. 45 (s, 1H), 8. 33 
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(d, J = 9. 3Hz, 1H), 8. 55 (s, 1 H) 

mmmi 3 3 .- n— r 2-^7 dp- 4- g6-j* h^>-7-r3- (4-l c 'j 

JWM (N — (4- {[7- (3-7D^7'D^y) -6-^h*>--4-* 
tyj-Jl/]t+y} - 2 -^DD7i-W -N' -7°n¥JlryUT, 80mg) , 
^ig^U^A (l38mg), 4-^M7> tfU> ? > (22mg) £N,N->?^;U 
K (1ml) fc»»L£fiT 3 lfr|HJi!#Lfc. EJfcffi^tofcjjcfcJn*., 
7DDMA-7'D/W-^ (3/1) Tfflfit}L/z 0 ««£as*«EHW-r-'J^ 

'H-NMR (CDCh, 4 0 0MHz): 50. 9 1 (t, J = 7. 6Hz, 3H), 
1. 5 0 - 1. 6 0 (m, 2H), 2. 2 4-2. 3 2 (m, 2H), 3. 11- 
3. 24 (m, 4H), 3. 99 (s, 3H), 4. 25 (t, J = 5. 9Hz, 
2H), 4. 7 0 -4. 8 0 (m, 1h), 6. 62 (s, 1H), 7. 11 (d 
d, J = 2. 7Hz, 9. 0Hz, 1H), 7. 11-7. 16 (m, 2H), 7. 
23 (s, 1H), 7. 25 (d, J = 2. 7Hz, 1H), 7. 45 (s, 1H), 
8. 19 (d, J = 9. 0Hz, 1H), 8. 3 0 - 8. 3 4 (m, 2H), 8. 
5 5 (s , 1 H) 

Kft##fM (E S I - MS, m/z ) : 5 5 4 (M + + 1 ) 

^Hffil 13 4: N— {2-^DD-4-r ( 6 - ;* h^~>- 7 - { 3 -f ( 1 - ;* 
^;i/-l/f-l, 2, 3, 4-f h7 7-)l/-5-<JP) g^yojj^vj - 
4-*j-W-)l) -**ri,X7 xX;H — N ' -^Dhr;t/^U7 

(N — (4- {[7- (3-7ot7D^y) -6-^h3^-4-^ 
tyjuj^+y} - 2-7on7i-W -N' -^DWUT, 80mg) , 
mMtS^yl* (138m g). 5- *)\s±S7°b- l-"rb7V—)l (23mg) £N,N 
-y^fMM7 5 F (1ml) fcStfLMT 3 B*M«#Lfc. E^jS^«5 
fdTK&Jin*., i7DD*M-^D/V-^ (3/1) TffifcHLfco #fl8S**7K 
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U 3EH©ft:^*7lmg, i&^85%T#fc. 

1 H - NM R (CDCh, 400 MHz): <50. 91 (t, J = 7. 3 H z , 3H), 
1. 5 1-1. 5 6 (m, 2H), 2. 3 9- 2. 4 8 (m, 2H), 3. 17- 
3. 23 (m, 2H), 3. 56 (t, J = 7. 1Hz, 2H), 3. 86 (s, 
3H), 3. 97 (s, 3H), 4. 27 (t, J = 5. 9Hz, 2H), 4. 7 
5-4. 82 (m, 1H), 6. 63 (s, 1H), 7. 10 (dd, J = 2. 7 
Hz, 9. 0Hz, 1H), 7. 24 (d, J = 3. 7Hz, 1H), 7. 44 (s, 
1H), 8. 19 (d, J = 9. 0Hz, 1H), 8. 55 (s, 1 H) 
nmfttirm (ESI-MS, m/z): 5 5 9 (M + + 1) 
^MM 13 5 : N - (2-^DD-4 - {{ 6 - ^ b*i/- 7 - ( 3 - bf^ U 

^n^y) -4-tt > / | Jzwt'» yx.-)V) -n' -y°u\d)V^u 
T_ 

N- {2-^7PP-4-[ (7-tHo+y-6-^h + y-4-^^/'Jr 
;P) ^->)7i-JH — N ' -y'u\£)V^UT (500mg) ,^^*U>j7A (857 
mg), l,3-y7*D^7°nn> (0.5m 1 ) £N,N-y^f H (5 

ml) (C^?L^T3fH^jf#L£, ^ffiT^jK*©*LT#e>nfe^${37K 
£JJDA> 7 0D^/2-7"nA7-^ (4/1) TfflfctiLfc. #$IJi £*7j<{5fD 

N — (4- {[7- (3-7'OiE7"P^y) - 6 - ^ N ^ zs - 4 - =^^~ 4 / U — 
- 2-7DD7x-JH — N ' -7"P fcf;i/£ U7£451mg, iR^ 7 
l%T?#;t. N- (4- {[7- O-ynt^D^y) -6->th^S/-4 

-*:M/U -;u]^->} - 2 dd7x-jH — n ' -7d tf;i/^ u-t (70 

mgh H^'J^A (54mgh tf^ U i>> (39ul) §N,N-y^fWM75 
H (2ml) tC^#LMT-Sfe8S#Ljfc. «JBET*«£S*LTlte>nfc35;* 

^y-iK2 0/ 1 ) TlffitSyUiJ^J^OY hy^^^-tCct OfjfgiU 
' H — NM R (CDCh, 4 0 0 MH z ) : 5 0. 9 8 (t, J = 7. 6Hz, 3H), 
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1. 46 (br, 2H), 1. 5 4- 1. 6 6 (m, 8H), 2. 15 (br, 2 
H), 2. 44 (br, 2H), 2. 55 (br, 2H), 3. 2 0- 3. 3 0 (m, 
2H), 4. 04 (s, 3H). 4. 27 (t, J = 6. 6Hz, 2H), 4. 77 

(t, J = 5. 9Hz, 1H), 6. 65 (s, 1H), 7, 17 (dd, J = 2. 
7Hz, 9. 0Hz, 1H), 7. 32 (d, J = 2. 7Hz, 1H), 7. 33 

(s, 1H), 7. 49 (s, 1H), 8. 24 (d, J = 9. OHz, 1H), 8. 
6 1 ( s , 1 H) 

mmmi 36 :N- [2-^130-4- ({7 -*h*i'-6- T2 - (4-^5P 

(N- {2-*on-4- [(6-tHn^y-7-/h^->-4 - + t7'Jz 
;W ^~>] 7i-;H -N* -7"D tf;l^r> k7 (5 0 0mg), j^77 U (8 
57mg), 1, 3-y7'ot7"n/\'> (0. 5ml) SN, N - S J^^-)V^)VA 

k (5mi) izmmLMu-v3mmm.WLfz a «jET»«i&e*LTf§e.n 

fcBSSfczkSrinA, ^□o*W2-yn/V-^ (4/1) TffltiiLjfc. 
7=-;UTgfe#L, N — (4- {[6- (2-7'Dtlh + y) -7-*h*v-4- 

+±yu^H ^~>} - 2 -^□□7xz;H — n ' -7n]Z)UVU7&4 5 

lmg, l»7 UTSft. N- (4- {[6- (2-7DtIh^y) -7-* 
^y-4-+t , / l J^H 3j"^^} -2-^D07xz;i/} -N' -7 0 n¥jl 
OUT (5 0mg), m^TJ'J^A (4 0mg), N-^fJ^^7y> (50/i 
1) &N, N-y/^M;^75H (1ml) ttgflPLMT— iftiftttLfc. 

i'77-f-l;J:DlliL 1 SI©lb^$2 Omg, 4**4 4 XTWfc. 
'H-NMR (CDC l 3 . 400 MHz): (50. 98 (t, J = 7. 3Hz, 
3H), 1. 5 6 - 1. 6 5 (m, 2H), 1. 77 (br, 4H), 2. 31 (s, 
3H), 2. 53 (br, 2H), 2. 71 (br, 2H), 2. 97 (t, J = 6. 
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1Hz, 3H), 3. 2 4- 3. 2 9 (m, 2H), 4. 04 (s, 3H), 4. 3 
2 (t, J = 6. 1Hz, 2H), 4. 83 (br, 1H), 6. 69 (s, 1H), 
7. 16 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 30 (s, 1H), 
7. 31 (s, 1H), 7. 55 (s, 1H), 8. 25 (d, J=9. 0Hz, 
1 H), 8. 6 2 (s , 1 H) 

fi^-M (E S I -MS, m/z ) : 5 2 9 (M + + 1 ) 

glMffJl 37 :N- [2-^DD-4 ({7-^}^>- 6 - [3 _ (4 _^ ;[/ 
b°-^>V) 2la^±zJ -4-^±y'u ^-^-» 7xz;M — n ' 

(N- {2-^7PD-4 - [(6-tFD^y-7-^h + y-4 -^^-y'lj - 
)l) 7f*i/} 7iz;H — N' -yntf^UT (5 0 Orag), j^^'J^A (8 
5 7mgh 1, 3 -^yn^y°n/i> (0 . 5ml) JN, N-y^fMM 

7sh (5mi) izmmv^m.x'3mmmwLtz 0 mjETrnm^^LxmrL 

fzmzizyk&mz.. ^uuts)VU/ 2 -y°u;xy-)V (4/1) xmiULfc. m 

^;i/T$:?£U N — (4- {[6- (3 -T'OtT'n^y) - 7 -^^^^_ 4 
-^t'/'J-)!'] - 2->/DP7i-JH — N ' -yn t:;i/^ l^T^4 

5 lmg, Wm7 l%7:mfc a N- (4- {[6- (3-7*Di7"D#+y) -7 

N + 4 -^^-y'U -;H ^-+>-} - 2-^do7izjh — n ' -y"a 
E)l*7UT (50rag), mmts^ul^ (40mg), N-^^-JUif ^y =J> (5 
OM) £N, N-y^fMM7 5K (1ml) {C}gfl¥l,£i&T— lftfl!# L 

®ALTt#6n7c^$$:^ onm/^ ? y-ji-cmm-t -5->U ^7-y-*;i-77 □ t 

b^^-t^O^U ilf|cD^%£2 Omg, iK^4 4%Tf#fco 
'H-NMR (CD C 1 a , 400MHz): 50. 98 (t, J = 7 . 6Hz, 
3H), 1. 5 8 - 1. 6 4 (m. 2H), 1. 71 (br, 4H), 2. 31 (s, 
3H), 2. 53 (br, 2H), 2. 71 (br, 2H), 2. 11-2. 17 (m, 
2H), 2. 30 (s, 3H), 2. 5 9 - 2. 6 2 (m, 2H), 3. 24-3. 
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29 (m, 2H), 4. 04 (s, 3H), 4. 26 (t, J = 6. 6Hz, 2H), 
4. 80 (br, 1H), 6. 67 (s, 1H), 7. 17 (dd, J=2. 7H 
z, 9. 0Hz, 1H), 7. 31 (s, 1H), 7. 31 (s, 1H), 7. 52 
(s, 1H), 8. 25 (d, J = 9. 0Hz, 1H), 8. 61 (s, 1 H) 
(ES I - MS, m/z) : 5 4 3 (M + + 1 ) 
I^Mff!) 1 3 8 : N- (2-£oa-4- {r7-^h=^->-6 - ( 2 - U 

-4-=fr^/ux;H3-^>) 7ac-;i/) -n' -7°Dbi;p^ixT 

M*^ (N — {2-^PP-4-[ (6-tHP + ~/-7-^h^y-4-^t 
yU-;>) *+y]7i;iH -N' -7"DWI/7, 80mg) V <?& 

(I38mg), 2- (£on*^;iO \ZV5?>mStm (41mg) £N,N->?*^;i/ 
K dm 1 ) lzmMLi20°C~T: 3mfflMftVfco SJfcS^-fljKujc&Jn*.. 
^nD*j^-7'D/\V-^ (3/1) TtttBLfco W«Ji&^*WEBI^h>J^ 

'H-NMR (CDCh, 4 0 0MHz) : 6 0. 9 1 (t, J = 7. 6 Hz, 3H), 
1. 5 1-1. 5 8 (m, 2H), 3. 17-3. 2 2 (m, 2H), 4. 0 2 (s, 
3H), 4. 69 (br, 1H), 5. 36 (s, 2H), 6. 57 (s, 1 H) , 
7. 08 (dd, J=2. 7Hz, 9. 0Hz, 1H), 7. 21-7. 29 (m, 
2H), 7. 5 3 - 7. 5 5 (m, 2H), 7. 66-7. 71 (m, 1H), 8. 
15 (d, J = 9. 0Hz, 1H), 8. 5 5 - 8. 5 7 (m, 2 H) 

nmfttftm (es i-ms, m/z) : 4 9 4 (m + + 1 ) 

mmmi 3 9 .- N- (2-^pp-4- (r7-;< K^->-6- O-^fr'J 
7_ 

mm (N — (4- {[6- - 7-/h + y-4-^tVU 

-Jl/]:*-*^} - 2-^DD7ir;i/) — N ' -7°oWl/7, 54mg) ,j^g£ 
^U^A (I38mg), ; E;|/7^'J> (0.017ml) £N,N - ^Jl/^jUAT 5 H (l 
ml) tC^?Li20rT3B#^»L7Co SJftSIS'WC i7PP*/l/A 
-yp/W-;U (3/1) TffltfiLfc. tii&i/Mth'J^AT^L, 
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m&rmm&mik l -a# <=> n&a $ £n^x^T#fc# l , ^m<Dit^ &42m 

g> 4X3*77% Tftfc. 

'H-NMR (CDCh, 4 0 0MHz): 6 0. 9 1 (t, J = 7. 6 Hz, 3H), 

1. 4 7 - 1. 5 9 (m, 4H), 1. 8 8 - 2. 0 0 (m, 2H), 2. 35- 

2. 48 (m, 4H), 3. 20 (dd, J = 7. 3H z , 12. 9Hz, 2H), 

3. 6 2 - 3. 7 4 (m, 4H), 3. 97 (s, 3H), 4. 15 (t, J = 6. 
3Hz, 2H), 4. 7 4-4. 8 0 (iru 1 H), 6. 63 (s, 1 H), 7. 0 
9 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 24 (d, J = 2. 7Hz, 
1H), 7. 42 (s, 1H), 8. 18 ( d , J = 9. 0Hz, 1H), 8. 54 
(s, 1H) 

StSSHJfte (ES I -MS, m/z) : 5 3 0 (M + + 1) 

mmm 140 n - {2-£dd-4- r(6 - {3 - ( 2 - 1 k □ =e ^x^;io 
— n ' -^Pbf;Pr>>7 

Ht** (N — (4- {[6- (3-7*D ; E7'D^y) - 7 -p< h^x- 4 
tyj^t+y} -2-^OD7x-;W — N ' -yotVP'j/UT. 5img) , 
mmXVOl* (68m g), 2- X^y-JU (i5mg) £N,N- 

y^fMM7 5H (lm 1 ) KJgflfLso'CT 3 l$W*#l/ 7c. MJ&El^fC 
7K£*Dx., i7DD^A-7"o/t;-^ (3/1) TtttBLfc. W*K«£*S*BilE 

7c. 

'H-NMR (CDCh, 4 0 0MHz) : 6 0. 9 5 (t, J = 7. 6Hz, 3H), 
1 . 5 3 - 1. 6 2 (m, 2 H), 2 . 08-2. 15 (m, 2 H), 2 . 30 ( s , 
3H), 2. 58 (t, J = 5. 4Hz, 2H), 2. 68 (t, J = 7. 1Hz, 
2H), 3. 21-3. 26 (m, 2H), 3. 60 (t, J = 5. 4Hz, 2H), 
4. 02 (s, 3H), 4. 23 (t, J = 6. 3Hz, 2H), 5. 06 (t, 
J = 5. 6Hz, 1Hz), 6. 79 (s, 1H), 7. 13 (dd, J = 2. 7 
Hz, 9. 0Hz, 1H), 7. 27-7. 28 (m, 2H), 7. 48 (s, 1 
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H), 8. 21 (d. J = 9. 0Hz, 1H), 8. 58 (s, 1 H) 

mmmi 4 1 :n- (2-?pp-4- {r6-^h^~>-7- (_L^KLLi£2k 

h^r-» -4-^;'J;W^} 7x-JV) -N' -ypt:;i^i-z 
Jim (N- {2-Cruu- 4-[ (7-kHn*i/-6-^h*i/-4-*; 
UJU) ^^]7x-;H — N' -^Dtf;U^7l/T, 80mg) ,«»*U^A (13 
8mg), 2 - ^PP^^Hf U V>mmM (4lmg) 6N,N->?^^iKJ^ 
75 H (lml) tC?g^L80 , CT3B#ra»Ufe. EJ&ffi^KlfcTfc&iin*., ^P 
P^;UA-^P/NV-;l/ (3/1) Ttt£tSLfe 0 #^Jl^te 7 jc^^^-hU^AT 

^^8lmg, iK^82%Tt#7c 0 

'H-NMR (CDCh, 4 0 0MHz) : (5 0. 97 (t, J = 7. 6 Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, J = 7. 1Hz, 12. 9H 
z, 2H), 4. 05 (s, 3H), 4. 7 5 -4. 8 2 (m, 1H), 5. 42 (s, 
2H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 67 (s, 1H), 7. 08 

(dd, J = 2. 9Hz, 9. 0Hz, 1H), 7. 19 (d, J = 2. 7Hz, 
1H), 7. 44 (s, 1H), 7. 53 (s, 1H), 7. 56 (d, J = 7. 8 
Hz, 1H), 7. 69 (dt, J = 2. 0Hz, 7. 8Hz, 1H), 8. 25 

(d, J = 9. 0Hz, 1H), 8. 46 (d, J = 5. 1Hz, 1H), 8. 6 
1 (d, J =4. 6Hz, 1H) 

It^tifl (ES I - MS, m/z) : 4 9 3 (M + + 1) 

mmm 1 4 2 : n- (2 - ? pp -4 - {f6-^h^x-7 - o-bfu >?;p 

mm (N- {2-^7PP-4-[ (7-tFa+y-6-^h + y-4- + y 
U;iO ^^]7i-JH — N ' -7"Dh>^7l/7, 80mg) .iftBS* >J £A (13 
8mg), S-yoo/^fUy^lEi (4lmg) $N,N - 
75 F (lml) (Ci^L80 < CT3B#^jl^L-7Co S^-^^^n*., P 
p*jl/A-:7 0 PAV -Jl/ (3/1) T'tfiffiL/to #$£H ^^KEft^ h U £ AT 5 
SSJSU MJET^I«€:SSbT^e,n3t^$S:HPLC^Tfflf8SU, $B©^ 
l$70mg, iR^71%T#fc 0 



WO 00/43366 



PCT/JPOO/00255 



- 132 - 

'H-NMR (CDC13, 4 0 0MHz): 5 0. 9 7 (t, J = 7. 3Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, J = 7. 3Hz, 12. 9H 
z, 2H), 4. 02 (s, 3H), 4. 8 2-4. 9 0 (m, 1H), 5. 30 (s, 
2H), 6. 47 (d, J = 5. 4Hz, 1H), 6. 72 (s, 1H), 7. 09 
(dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 19 (d, 3=2. 7Hz, 
1H), 7. 32 (dd, J=4. 9Hz, 7. 8Hz, 1 H) 7. 47 (s, 1 
H), 7. 52 (s, 1H), 7. 84 (d, J = 7. 8Hz, 1 H), 8. 26 (d, 
J = 9. 3Hz, 1H), 8. 47 (d, J = 5. 4Hz, 1 H), 8. 58 (d, 
J = 3. 2Hz, 1H), 8. 7 5(s,lH) 
ffS^ftrM (E S I - MS, m/z ) : 4 9 3 (M + + 1 ) 

MMM 14 3 : N - (2-^DD-4 - {r6-^h^->-7 - ( 4 - h° U >^ 

(N — {2-2UU- 4-[ (7-tHn^y-6-^h + y-4- + ; 
U;iO ^y]7iZJM -N' -7°Dt:V^l'7, 80mg) ,m^#U^A (13 
8mg), 4 -^□□^?JHf U^>ttL»* (4lmg) £N,N - ^pC^^A 
dm 1 ) (c^»b80t:T3i^p B TO£L;^ S^^t/d/ic fcin*., 

□^A-yn/w-^ (3/1) -vmtaLTco &mm&m*mmi-hvvi*'v 

^7 1rag, W71%Tf#7t. 

'H-NMR (CDCh, 4 0 OMH z ) : <5 0. 97 (t, J = 7. 6Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, J = 7 . 1Hz, 12. 9H 
z, 2H), 4. 05 (s, 3H), 4. 8 6 -4. 9 2 (m, 1H), 5. 32 (s, 
2H), 6. 48 (d, J=4. 7Hz, 1H), 6. 73 (s, 1H), 7. 08 

(dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 19 (d, J = 2. 9Hz, 
1H), 7. 38 (s, 1H), 7. 41 (d, J = 6. 1Hz, 2H), 7. 54 

(s, 1H), 8. 26 (d, J = 9. 0Hz, 1H), 8. 46 (d, J = 5. 
4Hz, 1H), 8. 61 (d, J = 6. 1Hz, 2 H) 
KS##rM (E S I -MS, m/z ) : 4 9 3 (M + + 1 ) 

mm\ 14 4 : N- (2-^nn-4 - {f6-^ h^-jy- 7 - (2 -^l^'J 
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mm (N- [2-^Dn-4-[ (7-t 

u;w ^-^->]^x-;k} — n ' -ypm^j, ioomg) -,«»*u^a (i 

72mgh i,2-y*7'n ; Ex^> (o.086m 1 ) ftN,N-^f;^A75 H (l 
ml) MLifit:3W^lfc, SJ&iE^&fcTfcSinA, ^pp*;PA- 
7'a/V-JP (3/1) Tft&tBLfc. fli^^OTthU^A^IL, U 
ET^gSbTI#f,nfca$^x-f^WL, ^RUtt (N- (4- {[7 
- -6-^h+y-4-^'j;^y) -2-^P 

D ^x^) -N' -^Pe;U-j7|/T) £f#£. fcWtXVVA (I38mg), 

; e;U^U> (0.17ml) ^N,N-y7?MM7iH (lm 1 ) (Z^L80 o C-T 

2fl$fyjflfc#Ljt. ^^t>tC7j<££n;i, i'DD^A-7n/v-Jb (3/D 

ntcmz & z p p *)vu/^ 9 y -^tjm-t & > u dyf^7^- 

1 H — NMR (CDCls, 4 0 0 MH z ) : <5 0. 9 1 (t, J = 7. 6 Hz, 3H), 
1. 5 0 - 1. 5 9 (m. 2H), 2. 57 (t, J=4. 6Hz, 4H), 2. 
88 (t. J = 5. 9Hz, 2H), 3. 18-3. 23 (m, 2H), 3. 68 
(t, J = 4. 6Hz, 4H), 3. 94 (s, 3H), 4. 26 (t, J = 5. 
9Hz, 2H), 4. 98 (t, J = 5. 3Hz, 2H), 6. 41 (d, J = 5. 
3Hz, 1H), 6. 74 (br, 1H), 7. 03 (dd, 3 = 2. 7Hz, 9. 
0Hz, 1H), 7. 14 (d, J = 2. 7Hz, 1 H), 7. 34 (s, 1H), 
7. 43 (s, 1H), 8. 42 (d, J = 5 . 1Hz, 1 H) 
Il^tlri ( E S I —MS, m/ z): 515 (M + + 1 ) 

mffiM 145 : N-r2-^DD-4-( {6-^ h^y-7-f2- ( 1 H - 1 . 
2, 3 - h U7'/-^- 1 ^Jlik) Xhtyl-4-^yjJH t^y)7irj|/i 
— N ' -7'D bMl/frUT 

(N — {2-^7PP-4-[ (7-th*0 + y-6-^h + y-4- + ; 
UJP) ^V]^"^} — N ' -T'DlfJWl/J, 80mg) ,^^^7 >J ^A (13 
8mgh 2- (1H-1, 2, 3 — h U 7 V'— 1 —-i )]/) X^;U 4 - j* 
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^-)V- 1 -s<>i£>Z)U7*j— h (59mg) &N,N - y^fWAJ 5 K 
(lml) (C^Ll20 < CT5S#TO^Lfco EJ&S^ttfcjic&in*., ^nnsft;!, 
A-yn/iy-;i/ (3/1) TfflffiLfc. *r**S#s*«K^ h U^ATttiftL, 

'H-NMR (CDCh, 400 MHz): 50. 97 (t, 3 = 7. 6Hz, 3H), 
1. 57-1. 63 (m, 2H), 3. 23-3. 28 (m, 2H), 4. 01 (s, 
3H), 4. 52 (t, J = 5. 1Hz, 2H), 4. 81 (br, 1H), 4. 9 
3 (t, J = 5. 1Hz, 2H), 6. 47 (d, J = 5. 4Hz, 1H), 6. 
69 (s, 1H), 7. 08 (dd, 3 = 2. 7 Hz, 9. 0Hz, 1H), 7. 
18 (d, J = 2. 7Hz, 1H), 7. 37 (s, 1H), 7. 51 (s, 1H). 

7. 72 (d, J = l. 0Hz, 1H), 7. 97 (d, J = l. 0Hz, 1H), 

8. 26 (d, J = 9. 0Hz, 1H), 8. 48 (d, J = 5. 4Hz, 1 H) 

(E S I - MS, m/z ) : 4 9 7 (M + + 1 ) 
^SSflil 146 : N-[2-^DD-4 - ({ 7 — T 2 — ( 1 H- 1 g £\/y ;p) 
Xh^l-6-^h^->-4-^;ij;H ^-»7i^i-N' 

M|5f (N — {2-^DD-4-[ (7-hFo + y-6-^h + y-4- + ; 
U;i/) t+y]7i-JH — N ' 80mg) .ifcgS* 'J £A (13 

8mgh 2- (lH-l-f $yyiJJW x^;i/ 4 1 -^<>iz>X 

h (59mg) &N,N-y75 : MM7SH (lml) t^fLl20 

»S*ifc38S£. ^DD*;PA-^^y-;UT?SMbfcHPLC{c:T»«L, £ 

'H-NMR (CDCh, 4 0 0 MH z ) : 5 0. 96 (t, J = 7. 6Hz, 3H), 
1. 5 0 - 1. 6 5 (m, 2H). 1. 9 0 - 2. 0 8 (m, 2H>, 3. 24 (d 
d, J = 7. 1Hz, 12. 9Hz, 2H), 4. 01 (s, 3H), 4. 17 (t, 
J = 6. 6Hz, 2H), 4. 44 (t, 3 = 7. 3Hz, 2H), 4. 88-4. 
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94 (m, 1H), 6. 32 (s, 1H), 7. 14 (dd. J=2. 7Hz, 9. 

0Hz, 1H), 7. 25 (s, 1H), 7. 29 (d, J = 2. 7Hz, 1H), 

7. 48 (s, 1H), 7. 55 (s, 1H>, 7. 70 (s, 1H), 8. 23 (d. 

J = 9. 0Hz, 1H), 8. 5 8 (s, 1 H) 
M&fttitm (ES I -MS, m/z) : 4 9 6 (M + + 1) 
&8£0>J 147 : N- (2-^DD-4 - (T7 - ( 3 - b Fa^->7D/}f^y) 
-6-^h^->-4-^;'J;Ht^y} ;U) -n' -7°PL°;i/^U-7 

m®r (N — {2-^PD-4-[ (7-th'D^y-6-^h + y-4-^/ 
*+'>]7i-JH — N ' -^Dt:jWl/7. 80m g) .iftfc* U £A (13 
8mg), 3 -?n=E- 1 -yp/ty-^ (0.027ml) &N,N-y^?j^A 
7 5 K (lm 1 ) fC*»LMTl8«FlW*»Lfe. SJfS^^Jc^&SPA, 9 u 
P^;PA-7°PAV-;U (3/1) TfflfctSLfco HJtf AT 

'H-NMR (CDCh, 4 0 0MHz): 50. 92 (t, 3 = 7. 6Hz, 3H), 
1. 4 5 - 1. 6 2 (m, 2H), 2. 09-2. 18 (m, 2H), 3. 21 (d 
d, J = 7. 1Hz, 12. 9 Hz, 2H), 3. 87 (t, J = 5. 6Hz, 2 
H), 3. 94 (s, 3H), 4. 31 (t, J = 6. 1Hz, 2H), 4. 81- 
4. 87 (m, 1H), 6. 42 (d, J = 5. 1Hz, 1H), 6. 69 (s, 
1H), 7. 03 (dd, J=2. 7Hz, 9. 0Hz, 1H), 7. 14 (d, 
J = 2. 7Hz, 1H), 7. 36 (s, 1H), 7. 43 (s, 1 H), 8. 20 
(d, J = 9. 0Hz, 1H), 8. 42 (d, J = 5 . 4Hz, 1 H) 

mmm ns ,-n- r2-^pp-4 - ({6-^h^>-7 - [2 - u - ^^ 

JUfr U7 

(N — (4 - {[7 - (2 -yp^EX h=j^» - 6- ^h^^-4-^yiJ 
;H - 2-^nD7i~JW — N ' -y'U \d)VV 1/7, 50rag), 

(138mg), 1 -*J-)V\Z Uz?> (0 . 0 5 5ml) £N, N->> 
)^A7$ K (lml) l;i§»LiigT18ltFWLfco 



WO 00/43366 



PCT/JPOO/00255 



- 136 - 

7k&mx, ^□□^;i^a-7'dav-;u (3/1) x°m&Lfz 0 mmm^my^ 

U Si©ft^5 4mg, iRspl 0 0 %Tf#fe. 

1 H — NMR (CD C 1 3 , 400 MHz): (50. 92 ( t, J = 7. 3Hz, 
3H), 1. 4 9- 1. 6 2 (m, 2H), 2. 24 (s, 3H), 2. 35-2. 
70 (m, 2H), 2. 90 (t, J = 4. 6Hz, 2H), 3. 21 (dd, J 
= 7. 3Hz, 12. 9Hz, 2H), 3. 94 (s. 3H), 4. 26 (t, J 
= 6. 1Hz, 2H), 4. 7 5 -4. 8 5 (m, 1H), 6. 41 (d, J = 5. 
1Hz, 1H), 6. 67 (s, 1H), 7. 04 (dd, J = 2. 7Hz, 9. 
OHz, 1H), 7. 14 (d, J = 2. 7Hz, 1H), 7. 34 (s, 1H), 
7. 42 (s, 1H), 8. 19 (d, J = 9. OHz, 1H), 8. 42 (d, 
J = 5. 1 H z , 1 H) 

««##Htt (E S I - M S , m/ z): 5 2 8 (M + + 1 ) 
glfl&ffi] 14 9 : N- (2-^DD-4 - (T7 - (2 - h Hd^->X b±js) - 
6-Xh*zs-4-3r;VM**is} 7iZJl/) — N ' -7°U\Z)VQl>T 
WM (N — {2-5>uu- 4-[ (7-hFD + ->-6-^h + y-4- + ; 
^y]7iZJW — N' -^D t c ;i^l/7, 80m g) (13 
8m g), 2-7'nti^;-^ (0.021m 1 ) £N,N-y7f»A73 H (l 
ml) K*#LMTl8B*IBH!S#Lfc. KfoWi&mzfc&mX. ?DDMA- 
7°P/\V-)1/ (3/1) TttffiLTc. W**£*t7kffiBfe^HJ#ATl£j*U M 

'H-NMR (CDCh, 4 0 0MHz) : (5 0. 9 6 (t, J = 7. 6 Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, J = 7. 1Hz, 12. 9 
Hz, 2H), 3. 99 (s, 3H), 4. 07 (t, J=4. 4Hz, 2H), 4. 
28 (t, J=4. 6Hz, 2H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 
77 (d , J = 8 . 3 Hz, 1 H) , 7. 08 (s, 1H), 7. 08 (dd, J = 2 . 
7Hz, 9. OHz, 1H), 7. 42 (s, 1H), 7. 49 (s, 1H), 8. 
25 (d, J = 9. OHz, 1H), 8. 48 (d, J = 2. 9Hz, 1 H) 
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nmmi so .- n- {2-^pp-4-r(7 - {2-r (2-b Kn^yx^) 

TO (N- (4- {[7- - 6 - ;< h*->- 4 -4- 7 

U^]^-^^} -2-^DD7xUW — N' -yatf;i/^l/T, 50mg) 
77U^A (l38mgK 2- WfJl/7$y) X^y-jy (o.040m 1 ) £N,N- 
y^fJ^M7 5 h* (lml) (C^L,^Tl8B#M^ Lfc a KfoU&mz 
**Aa*, ^nD^M-yoAV-^ (3/1) T'teltiLfco ^M^IgTK^t 

U gtHCDft-£^£53mg, Wl06%TM#7Co 

'H-NMR (CDCh, 4 0 0 MH z ) : 50. 9 7 (t, J = 7. 6 Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 2. 42 (s, 3H), 2. 69 (t, J = 5. 
1Hz, 2H), 3. 00 (t, J = 5. 6Hz, 2H), 3. 26 (dd, J = 
7. 1Hz, 12. 7 Hz, 2H), 3. 64 (t, J = 5. 1Hz, 2H), 3. 
99 (s, 3H), 4. 26 (t, J = 5 . 6Hz, 2H), 4. 66-4. 69 
(m, 1H), 6. 46 (d, J = 5. 1Hz, 1 H), 6. 70 (s, 1H), 
7. 09 (dd, J=2. 7Hz, 9. 0Hz, 1H), 7. 19 (d, J = 2. 
7Hz, 1H), 7. 39 (s, 1H), 7. 47 (s, 1H), 8. 24 (d, J 

= 9. 0Hz, 1H), 8. 47 (d, J = 5. 1Hz, 1H) 

MM^Ifffl (E S I —MS, m/z ) : 5 0 3 (M + + 1 ) 

mmm 151 n- (2-^pp-4- ^6 -y h^>- 7 - (3 - ^;y^u 
y-7°p^^^) -4-^;^^^} 7aix;i/) -n' -ype;i/OixT 

TO (N — (4- {[7- (S-T'Ptyo^y) _ 6 _ ^ ^ ,> _ 4 _ ^ 
- 2-^DD7xZJW — N ' -7°P \±)Vt>V7, 52mg) 
^#U^A (l38mg), ^Jy^U> (0.044ml) $ N,N — y^fMMT S 

h dm 1 ) \zmmi<Mi&T*i8mmmftLfz. ^m^^nzyK^u^. ^pp* 

;PA--7°PAV -)V (3/1) TtfitHLfc. Mil^te 7 j<^^ h ijr7ATl£# 
23m g, iK 2^44 7c 0 
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'H-NMR (CDCb, 4 0 0MHz) : 6 0. 9 2 (t, J = 7. 6 Hz, 3H), 

1. 4 9 - 1. 6 0 (m, 2H). 2. 0 2-2. 11 (m, 2H), 2. 4 0- 

2. 47 (m, 4H), 2. 52 (t, J = 7. 1Hz, 2H). 3. 21 (dd, 
J = 7. 1Hz, 12. 9Hz, 2H), 3. 6 2 - 3. 6 9 (m, 4H). 3. 9 
5 (s, 3H), 4. 20 (t, J = 6. 6Hz, 2H), 4. 7 0-4. 7 8 (m, 
1H), 6. 41 (d, J = 5. 1Hz, 1H), 6. 64 (s, 1H), 7. 0 
4 (dd, J = 2. 7Hz, 9. 0Hz. 1H), 7. 15 (d, J = 2. 7Hz, 
1H), 7. 37 (s, 1H), 7. 43 (s, 1H), 8. 20 ( d . J = 9. 0 
Hz, 1H), 8. 42 (d, J = 5. 4Hz, 1 H) 

mffiM 152: :N-r2-^gp-4- (6-^h^^-7 - {f3 - (4-*?- 

1/7 

fllft (N — (4- {[7- - 6 h^->-4 -=*i 

/OJl]**^} -2-^DD7i"jW - N ' -7nej|/r)l/7, 52mg) 
mtlWI* (138m g). l-^^;UhT^7^> (0.055ml) SN.N-^^^U 

H (lml) {C»»L£fflTl8l5KHi#Lfc. EJ&ig£<» 
^□D^;UA-7"n/\V-;U (3/1) TttffiLfc. #*t«£&*«iR^ HJ * 

te"S-fe£4lmg, iK^76%Tt#7t 0 

'H-NMR (CDC1:., 4 0 0 MH z ) : 50. 9 2 (t, J = 7 . 6Hz, 3H), 
1. 4 9- 1. 6 4 (m, 2H), 2. 02-2. 10 (m, 2h), 2. 23 (s, 
3H), 2. 3 0 - 2. 5 6 (m, 8H), 2. 52 (t, J = 7. 3Hz, 2H), 

3. 20 (dd, J = 7. 1Hz, 12. 9Hz, 2H), 3. 94 (s, 3H), 

4. 19 (t, J = 6. 8Hz, 2H), 4. 8 3 -4. 9 2 (m, 1H), 6. 
40 (d, J = 5. 1Hz, 1H), 6. 69 (s. 1H), 7. 03 (dd, J 
= 2. 9Hz, 9. 3Hz, 1 H), 7. 14 (d, 5 = 2. 7Hz, 1H), 7. 
35 (s, 1H), 7. 42 (s, 1H), 8. 19 (d, J = 9. OHz, 1H), 
8. 4 2 (d, J = 5. 4Hz, 1H) 

Hfi##fM (ESI-MS, m/ z ) : 5 4 2 (M + + 1 ) 
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153 :N-f2-^PP-4- (6-;*h=fr^-7-{r3- 
2, 3 - h U7V-;U- 1 UJH 73i 

hUTV-;K0.41ml), (0.79ml), 3 'j7<^t;5 : - 

h 5> r/^I/T ^ A (lOmg), *3ck^3M7jc^^-h U^7A7jC^ (lml) 

£T-feh> (10ml) K&tfU 5VCX-immm.WL>fz<, KJfoMftmZTk&Mz.. 

g£LTf#£>n£:£§££, ^ □ n tf^ATJllfiTS ^ h ^ 7 f -tck 0 H 
«U (327mg) £f#7io 

iGiCft- (N- {2-^nn-4-[ (7 -h Ho+y- 6 h^5>- 4 ij 
;!/) t^y]7i"JH -N' -7"D t^l/^I/T. 80mg) »iJOA (138 
mg), BUgROcK^ (43mg) £ N,N - ^Jlft)lA T 5 F (lml) id?^ 

LgorTS^^m^Lfeo SJftrli^f^jc^n*., ^□□*;UA-yp/w-;u 

(3/1) T«3£BL7Co ^§£IS7KI^^ HJ^ A T1£*#U MffiT^^^^ 

■H-NMR (CDCI3, 4 0 0MHz) : 0 0. 9 7 (t, J = 7. 6Hz, 3H), 
1. 5 4 - 1. 6 5 (m, 2H), 2. 4 9 - 2. 5 8 (m, 2h), 3. 26 ( d 
d, J = 7. 1Hz, 13. 2Hz, 2H), 4. 01 (s, 3H), 4. 15 (t, 
J-5. 9Hz, 2H), 4. 69 (t, J = 6. 6Hz, 2H), 4. 90-5. 
00 (m, 1H), 6. 46 (d, J = 5. 1Hz, 1H), 6. 77 (s, 1H), 
7. 08 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 19 (d, J = 2 . 
7Hz, 1H), 7. 36 (s, 1H), 7. 51 (s. 1 H), 7. 61 (s, 1 
H), 7. 67 (s, 1H), 8. 26 (d, J = 9. 0Hz, 1H), 8. 47 (d, 
J = 5. 4Hz, 1H) 

I1M (ESI-MS, m/z); 511 (M + +l) 

154 : N-[2-^DD-4- ({ 7 -f 3 - ( 1 H - 1 -< $ fVU )V) 
7 , D^yl-6-^ht->-4-^yij;H 7X-JM-N' ~7°n¥ 
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-T 5 ^V-;K680mg), l-7Dt-3-^DD7D/1> (0.79ml), BUifr 
h^zr^)VT>^ZL^K (lOmg), &£Z$3M7k&it3-hVtyi±7mm (lml) 
&7-tb> (10ml) Hig#U 50 < CTl8Bt^«^Lfc < > S^^^K^iP^., 

$2U (1- (3 -^Dnyotf;P) -lH-<5^/-;k 525mg) £ 

JR*4 (N- {2-9UU- 4-[ (7-hFD+y-6-^h^y-4- + y 
U;U) t+y]7ii/H -N' -7°otf;P^L^T, 80mg) ,m^#U^7A (13 
8mg), MM© 4^11* (42mg) &N,N-y7fM^A7Sh" (lml) (Cfg 

^ (3/1) -efc&tBLfc, Wtiji^«7K6!t^±hU^AT^ML, MJET^^ 

88 U ^MCDik-S!®) &23mg, iK^23%Tt#fe„ 

'H-NMR (CDCb, 4 0 0MHz) : 5 0. 91 (t, J = 7. 3Hz, 3H), 
1. 4 8 - 1. 6 0 (m, 2H), 2. 2 7 - 2. 3 6 (m, 2H), 3. 20 (d 
d, J = 6. 8Hz, 12. 9Hz, 2H), 3. 97 (s, 3H), 4. 06 (t, 
J-5. 9Hz, 2H), 4. 21 (t, J = 6. 8Hz, 2H), 6. 39 (d, 
J = 5. 4Hz, 1H), 6. 90 (s, 1H), 6. 9 8 - 7. 0 4 (m, 2 H) , 
7. 12 (d, J = 2. 7Hz, 1H), 7. 30 (s, 1H), 7. 44-7. 
48 (m, 2H), 8. 22 (d, J = 9. OHz, 1H), 8. 41 (d, J = 
5. 4Hz , 1 H) 

nmrni 55 ,-n- (2-^DP-4-r (7 - {2-rs? (2-fc h'o^yxf 

)l) 75y]Xh^y} - 6-^h^y-4-^y'J^) t^y17x-JH — N 

Mm (N- (4- {[7- -6-^h4^-4-^y 
U;i/]^-^->} - 2 pn^ji-;i/) -N' -y'u ¥)l>y VT , 50mg) 
fiWA (l38mg), l-^5MHf^v> (0.055ml) £N,N - 

k (lmi) izmm^MuxnsmmmnLr^ fcfom&mzTk&mA., 
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^pp^;PA-yo/w-;i/ (3/1) rmmLfc. mmm%m7kmw&-hvv 

'H-NMR (CDCh, 400 MHz): 50. 92 (t, J = 7. 3Hz, 3H), 
1. 5 0- 1. 6 0 (m, 2H), 2. 74 (t, J=4. 9Hz, 4H), 3. 
04 (t, J=4. 9Hz, 2H), 3. 15-3. 24 (m, 2H), 3. 60 
(t, J = 5. 1Hz, 4H), 3. 94 (s, 3H), 4. 17 (t, J = 5. 
0Hz, 2H), 6. 41 (d, J = 5. 4Hz, 1H), 6. 75 (s, 1H), 
7. 04 (dd, J = 2. 4Hz, 8. 8Hz, 1H), 7. 14 (d, J = 2. 
7Hz, 1H), 7. 38 (s, 1H), 7. 43 (s, 1H), 8. 19 (d, J 
= 9. 0Hz, 1H), 8. 42 (d, J = 5. 4Hz, 1 H) 
^jti&M 156 :N- {2-^DP-4-r (7 - (3~r^ (2 - h KD^yif 
)V) T $ J]7°U7$3r~>} - 6-^hty-4-^;'Jj^) 7f^>lI7^-;W - 
N ' -7°n¥Jl<yi/7 

mn (N — (4- {[7- (3-7*Dtyp^y) - 6 -^h^->-4-^ 
/'J^]^->} - 2-^DD7xZJW -N' -y'u^iwUT , 52mg) ,M 
^#U^A (138m g), yI^y-;i/7 5> (53mg) £ N,N - 5?* ^/U/ts^A 
T5 H (lml) (C?g^L^Tl8B#^»Lfc„ SiS^tl^K^D;^ 
□ *;UA-^D/NV-;U (3/1) T&iilLfc. tll^i/Mth'JOAT 

'H-NMR (CDCh, 400 MHz): 60. 89 (t, J = 7. 3Hz, 3H), 
1. 4 6 - 1. 5 6 (m, 2H), 1. 9 7 - 2. 0 5 (m, 2h), 2. 63 (t, 
J = 5. 1Hz, 4H), 2. 69 (t, J = 6. 1Hz, 2H), 3. 19 (d 
d, J = 7. 1Hz, 13. 2 Hz, 2H), 3. 60 (t, J =4. 9Hz, 4 
H), 3. 94 (s, 3H), 4. 32 (t, J = 5. 9Hz, 2H), 5. 27- 
5. 35 (m, 1H). 6. 37 (d, J = 5. 4Hz, 1H), 6. 94 (s, 
1H), 7. 01 (dd, 1 = 2. 9Hz, 9. 0Hz, 1H), 7. 10 (d, 
J = 2. 7Hz, 1H), 7. 42 (s, 1H), 7. 53 (s, 1H), 8. 19 
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(d, J = 9. 0Hz, 1H), 8. 35 (d. J = 5. 4Hz, 1 H) 
W:ft##fffi (E S I -MS, m/z ) : 5 4 7 (M + + 1 ) 
mMMl 57 :N-{2-gPD-4-r(7-{3-r 

;H -n' -7°oif;i/^^T 

ZRft (N — (4- {[7- (S-^nt^n^y) - 6 h*$y- 4 
;VJl<]**~/} - x.-)V) — N ' 52m g) ,m 

K*'J^7A (138m g), 2- (^^75 7) (0.040ml) £N,N- 

y^f F (lml) K&#L£fflTi8li#ra»5#Lfc 0 ^j^^fc 

7KS:Jnx., yDD*M-7°n/V-^ (3/1) TttffiLTCc 

U atH<7Mb£-#J& 5 img, 42*98 %T?#7Co 

'H-NMR (CDCh, 4 0 0MHz) : <5 0. 9 1 (t, J = 7. 6Hz, 3H), 
1. 4 5- 1. 5 9 (m, 2H), 2. 05 (t, J - 6 . 8Hz, 2H), 2. 
24 (s, 3H), 2. 51 (t, J = 5. 1Hz, 2H), 2. 59 (t, J = 
7. 1Hz, 2H), 3. 20 (dd, J = 6. 8Hz, 12. 9 Hz, 2H), 
3. 57 (t, J = 5. 4Hz, 2H), 3. 95 (s, 3H), 4. 22 (t, 
J = 6. 3Hz, 2H), 5. 00-5. 08 (m, 1H), 6. 40 (d, J = 
5. 1Hz, 1H), 6. 79 (s, 1H), 7. 03 (dd, J = 2. 7Hz, 
9. 0Hz, 1H), 7. 13 (d, J = 2. 7Hz, 1 H), 7. 4 2 6 (s, 
1H), 7. 4 3 3 (s, 1H), 8. 19 (d, J = 9. 0Hz, 1H), 8. 4 
0 (d, J = 5. 4Hz, 1H) 

M#*f« (ES I -MS, m/z) : 5 1 7 (M + + 1) 

^MM 158 :N-r2-^7PD-4 - ({6-^h^r'>-7-f4 - (1 H— 1 , 
2, 3-hU7V-;P-l — f;iQ :7>^>i-4 ?M^) 
;i/|-N' z^aj^2kJ2-kZ 

h U Ty-;K0.41ml), 1 -7"Ot- 4 -truw?$> (0.93ml), 
7 7'^7^-^A (lOmg), fc«J:tf 3M*»fc±MJ£A*»»c (lml) & 
T-feh> (10ml) fC*8fl?U 50°CTl8B#P B 1jt^L7Co S^S^klTKSJD^.. 
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«U *IHH*(1- -1H-1, 2, 3-h'J77-;k 

314mg) £?#/t„ 

IRW (N- (2-^70D-4-[ (7-hHD+i/-6-^h + y-4-^y 
U;i/) t+->]7i=;H -N' -yofcf;^i/7. 80mg) .AttK^U^A (13 
tog), WifiO^Mft: (48mg) $N,N-y7^M75 h' (lm 1 ) 

;P (3/1) TffltfcSL7tc *T*»**l7ic«Ea6^-HU^AT«J»L, «JET»ttt£ 
aiLTftSnfc93$, ^do^;ua / y ~;Ul?jRWraHPLCk:«t DM 

58 U &Sl£Kfc'&#j3:42mg. lK^40%T#fe o 

'H-NMR (CDCh, 4 0 0MHz) : 50. 96 (t, J = 7. 3Hz, 3H), 

1. 5 4 - 1. 6 5 (m, 2H), 1. 8 8 - 1. 9 8 (m, 2h), 2. 14- 

2. 24 (m, 2H), 3. 26 (dd, J = 6. 6Hz, 13. 2 Hz, 2H), 

3. 99 (s, 3H), 4. 20 (t. J = 5. 9Hz, 2H), 4. 55 (t, 
J = 7. 1Hz. 2H), 5. 00-5. 06 (m, 1H), 6. 46 (d, J = 
5. 4Hz, 1H), 6. 80 (s, 1H), 7. 08 (dd, J = 2. 7Hz, 
9. 0Hz, 1H), 7. 19 (d, J = 2. 7Hz, 1H), 7. 37 (s, 1 
H), 7. 49 (s, 1H), 7. 6 8 - 7. 7 2 (m, 2 H) , 8. 26 ( d , 

J = 9. 0Hz, 1H), 8. 47 (d, J = 5. 1Hz, 1 H) 
K«#*f« (E S I -MS, m/z ) : 5 2 5 (M + + 1 ) 

jlMfU 159. -N- {2-^aD-4-f (6-^h^y-7- {r5- (1 H- 
1. 2, 3-h'J7'/-^-l-^^) ^>±jVX**iA -4-^yj^) ;T 

h U TV'-;K0.41mi)> l-7"D^E-5-^DP^>^> (l.Omlh 3^fk^ 
h^^;i/7> ; E-'j7A (lOmg). *J«fctJC3M7fcB6rt;?- h 'J"7A**« (1ml) 
£7-feh> (10ml) KiSflPU 50 t CTl8B#^Mi^L7t o RJSS^fcTK&UDA, 
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SL> + (1- (5-^7 no^>f^- 1 H — 1 , 2, JK 
390mg) £t#7c 0 

Jgt£f (N — {2-^nn-4-[ (7-kFo^y-6-/h^y-4~ + y 
t+y]7i-JH -N' -7°D t°;i/^l/T, 80mg) ,j^^^'J^A (13 
8mg)> Sfrai^^^^ (51mg) ^N,N-y^^*M7$h* (lm 1 ) K:» 

^L8ot:T 3mmm.&vtz. Kfom&voizyk&impL, ^Dn*M-7°o/v- 
;i/ (3/D -cmtaLfz. mmm&mymwi-t-h 'JOA-egii, met^^ 
M3cLTf#£n/rgi££, ^oot}n;i/a / p<^y-;i/T-Ji^T-5HPLc^ct dm 

'H-NMR (CDCh, 4 0 0MHz) : 50. 92 (t, 3 = 7. 6Hz, 3H), 
1. 4 7 - 1. 5 9 (m, 2H), 1. 8 5 - 2. 0 3 (m, 4 H) , 3. 21 ( d 
d, J = 6. 6Hz, 13. 2Hz, 2H), 3. 94 (s, 3H), 4. 11 (t, 
J = 6. 3Hz, 2H), 4. 38 (t, 3 = 7. 1Hz, 2H), 4. 86-4. 
94 (m, 1H), 6. 41 (d, J = 5. 4Hz, 1H), 6. 71 (s, 1 H), 
7. 03 (dd, 3 = 2. 4Hz, 9. 0Hz, 1H), 7. 14 (d, 3 = 2. 
7Hz, 1H), 7. 31 (s, 1H), 7. 43 (s, 1H), 7. 51 (s, 
1H), 7. 64 (s, 1H), 8. 20 (d, J = 9. 0Hz, 1H), 8. 41 
(d, J = 5 . 4Hz, 1H) 

li^WI (E S I - MS, m/z ) : 5 3 9 (M* + 1 ) 

160 :N-r2-^OD-4 - ({ 7 - T4 - (1 H— 1 §_gyu zkj 

7 , h^y1-6-^h^y-4-^yj^} £±id 7x^]-N' -yobfjU 

-f 5^V*-;K680mg)> 1 -T'O^- 4-^ PD^> (0.93ml), 3^ft;^h 
7^;P7>^^^A (lOmg), &£tf3M7mit-l-biJ<yjU7kmm (lml) £ 

T-th> (lomi) izmmL, 5owi8mmm^Lrz 0 Kmrn^mzy^^^, 

H^LTt#brifc^$^, ? P a^jl/ATig^-r-S)^ D7 htf^74 — \z£ 
83 U >fltm (1- (4-^DD7'fjW - 1H--T 756mg) 
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mn (N- { 2 nn-4-[ (7-hFD^y-6-^h^y-4- + y 

y;W t+y]7xz;n -n' -r/ntMi^l'T, somg) ,^^^u^A (13 

8mg), ^Sck^HUaiO^rBW (48mg) ^N^-y^fMM/S H (lm 1 ) 

(3/i) TttaiLfeo *»«sss*«R^-hu^AT?ie«iL, mbeths 

'H-NMR (CDCh, 4 0 0MHz): 5 0. 9 6 (t, J = 7. 3Hz, 3H), 

1. 5 4- 1. 6 5 (m, 2H), 1. 8 3 - 1. 9 5 (m, 2H). 1. 9 8- 

2. 08 (m, 2H), 3. 25 (dd, J = 6. 8Hz, 12. 7 Hz, 2H), 

4. 00 (s, 3H), 4. 10 (t, J = 7. 1Hz, 2H), 4. 20 (t, 
J = 6. 1Hz, 2H), 5. 08-5. 16 (m, 1H), 6. 46 (d, J = 

5. 1Hz, 1H), 6. 83 (s, 1H), 6. 97 (s, 1H), 7. 06 (s, 
1H), 7. 08 (dd. J = 2. 9Hz, 9. 3 Hz, 1H), 7. 18 (d, J 
= 2. 7Hz, 1H), 7. 37 (s, 1H), 7. 49 (s, 1H), 7. 58 

(s. 1H), 8. 26 (d, J = 9. 0Hz, 1H), 8. 46 (d, J = 5. 
4Hz, 1H) 

3k1fom 161 : N- (2-^DD-4 - (f6-^h4 1 '>-7 - (4 - t: U 
*b**» - 4 1) -;h^-^^>} 7x~;|/) -N' - (2. 4-^^;u 

M£f (N ' - {2-^DD — 4-[ (7-tKD + y-6-^h + y-4-^ 
^VU-^) ^y]7i-JH -1ST - (2, 4-y7WD7i^) ^ 1/ 
X, 80mg) (138m g), 4-7DD^f ^f'Jy>M^ (4 

lmg) $N,N-y^fMM7 5 K (lm 1 ) l;^LifiTl8S$r B 1WL 
TCo KlfcM'&<®l\Z7k%:lmz-, ^□□JjN;UA-^'n/W-;U (3/1) TJSttiLfc. 

'H-NMR (CDCls, 4 0 0MHz) : 54. 03 (s, 3H), 5. 46 (s, 
2H), 7. 0 3-7. 11 (m. 1H). 7. 2 8 - 7. 3 8 (m, 1H), 7. 
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47 (s, 1H), 7. 50 (d, J = 5. 9Hz, 2H), 7. 56 (d, J = 
2. 7 Hz, 1H), 7. 6 1 (s, 1H), 7. 9 5 (s, lH), 8. 0 9-8. 
18 (m, 1H), 8. 19 (d, J = 9. OHz, 1H), 8. 57 (s, 1H). 
8. 63 (d, J = 5. 9Hz, 2H), 8. 81 (s, 1H), 9. 30 (s, 
1H) 



mmmi 62 :n- (2-zuu- 4 - {f6-^h^>-7 - (j^y^u 

7Xh^» 7i3) -N' - (2. 4—>*7 

MD7xZJi/) -j7lxT 

M*4 W - {2-^DP-4-[ (7-tHD + ->-6-^h + y-4-^ 
^yiJ-;P) t+/]7x-JH — N ' - (2, 4-/7Wa7i^) ^ U 
7, lOOmg) M&X'JOA (857m g), l, 2 - y7 Otl^ > (o.085m 1 ) £ 
N,N-^fMM7i F (lml) L^T18P#raJt# L/c, 

^(ctK^SP^.^ ^nD^;UA-yn/\V-;i/ (3/1) Tttf±lL^„ mffiiMZ: 

Sfc^U 4>W^ (N- (4- {[7- (2-7D€lh + y) -6-^h^->- 
4-3r±V0-)U]**is} -2-^0071-^) — N ' - (2, 4-^^;U 
tD7irjH ^7) <$>mfo, pkMftiJOA (I38mg)> ^;i^U> 

(0.05ml) ^N,N-y/f»A7$F (lml) fC^® L^STl80#F B Uf£# 

Lfeo fcfom^ty)i<Z7k%:imA_. $ pp*j1/A-7°p/W -)V (3/1 ) "effltBL/Co 

lR^46%Tt#/c. 

'H-NMR (CDCh, 400 MHz): 52. 54-2. 63 (m, 4H), 2. 
85-2. 94 (m, 2H), 3. 66-3. 73 (m, 4H), 3. 97 (s, 
3H), 4. 2 5 -4. 3 2 (m, 2h), 6. 7 7 - 6. 8 8 (m, 2h), 7. 
09 (s, 1H), 7. 14 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 
2 5 7 (s, 1H), 7. 2 6 4 (s, lH), 7. 44 (s, 1H), 7. 90 
-7. 99 (m, 1H), 8. 22 (d, J = 9. OHz, 1H), 8. 56 (s, 
1H) 
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Il^fffi (E S I -MS, m/z) : 5 8 6 (M + + 1 ) 

mMffll 63 :N- (2-^oa-4- U 6 - * h^~>- 7 - (3-^;U/frU 
/^P^-» -4-^-7"yU-;M^^v} 7i-^) — N ' - (2. 4-^ 
7MD71-JI/) 

(N- (4- {[7- (3-7*Dt7"D^y) - 6 -^h=^>-4-^ 

t'/'J-^t+y} - 2-^od7i^) -N* - (2, 4-5/7;i/^-n^ 

x~;W "7^7, 59m g) MMX'JOI* (857mg), ^l^LO (0.043ml) £ 
N,N-^fWM75P (lml) fc*«¥LMl?l8«FMai^Ufc. SJfo^ 
£*&fczK£in*.. ^nn*M-7°o;ty-ji/ (3/1) TiflffiLfc. 
7KBfE^^- h U 7ATSIL, WEETiSttE&eSLTltSnfc^^ftx-^-C^fe 

'H-NMR (CDCb, 4 0 0MHz) : 6 2. 06-2. 16 (m, 2H), 2. 
4 3 - 2. 5 7 (m, 4H). 2. 56 (t, J = 6. 8Hz, 2H), 3. 68 
-3. 75 (m, 4H), 4. 03 (s, 3H), 4. 27 (t, J = 6. 6Hz, 
2H), 6. 79-6. 91 (m, 2H), 7. 14 (s, 1H), 7. 19 (dd, 
J = 2. 7Hz, 9. 0Hz, 1H), 7. 28 (s, 1H), 7. 29 (d, J 
= 9. 0Hz, 1H), 7. 33 (s, 1H), 7. 49 (s, 1 H) , 8. 26 (d, 
J = 9. OHz, 1H), 8. 6 1 (s, 1H) 
MMfttfrU (E S I -MS, m/z ) : 6 0 0 (M + + 1 ) 

mmm 1 6 4 : N-r2-^pq-4- ((6-^h^->-7-r3- (4 

ya^^->i- 4 -^^-VJ -**-zs) 7xx;i/i-N' - (2, 

4-y7MD7xZ^) frl^T 

mn (N- (4- {[7- (3-7 , 0^7°D^y) -6-^l^>-4-^ 
tyj^]t+y} - 2-7DP7irjW -N' - (2, 4 -^"T^U^d-t- 
^X^) tfl^T. 59mg) ,Em.t!')^A (l38mg), 1 - ^)V\i^V> (0. 
055ml) N,N - y / A 7 5 H (lml) fcjgfi? L^T180#F B M# L 

7c 0 SJfK^^-^/t 7X^*0^., & oo/ts;i/A-yn/w -;u (3/1) TJ4ttJL7c 0 

-5";UT?5fc^U SH©^^^58mg, )K$95%Tifc. 
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'H-NMR (CDCh, 4 0 0 MH z ) : 52. 0 1- 2. 12 (m, 2H), 2. 
23 (s, 3H), 2. 2 3 - 2. 8 0 (m, 8H), 2. 51 (t, J = 7. 1 
Hz, 2H), 3. 97 (s, 3H), 4. 20 (t, J = 7. 2Hz, 2H), 6. 
73-6. 87 (m. 2h), 7. 13 (dd, J = 2. 7Hz, 9. 0Hz, 
1H), 7. 24 (d, J = 2. 7Hz, 1H), 7. 27 (s, 1H), 7. 3 

0 (s, 1 H) , 7. 44 (s, 1H), 7. 91-8. 00 (m, 2h), 8. 2 

1 (d, J = 9. 0Hz, 1H), 8. 56 (s, 1 H) 

gjgMi 6 5 :N ~ {2-^pp-4-r(7 - {3-r(2-b kp^->x^;u) 
xxjH — n ' - (2, 4->^;i^n:7 3i-ji/) ^7 

UPt (N — (4- {[7- (3-7"Dt7'n^y) -6-^h^->-4-^ 
t'/'J-^t+y) - 2-?nP7i-JW -N' - (2, 4-y7Mo7 
x— ;!/) ^!/7\ 59mg) .mrnXVOA (138m g), 2- Uh^TSy*) X 
9J—)V (0.040ml) 5N,N-y^f F dm 1 ) l:8»Hiatl 

8BSIBHt#Lfc. EJ&Jg£4&fc:*&in*.. ^□d*M-7 , d/v-;p (3/1) 

'H-NMR (CDCh, 4 0 0MHz) : 52. 06-2. 16 (m, 2H), 2. 
30 (s, 3H), 2. 57 (t, J = 5. 1Hz, 2H), 2. 65 (t, J = 

6. 8Hz, 1H), 3. 63 (t, J = 5. 4Hz, 2H), 4. 02 (s, 3 
H), 4. 28 (t, J = 6. 1Hz, 2H), 6. 79-6. 91 (m, 2H), 

7. 18 (dd, J=2. 7Hz, 9. OHz, 1H), 7. 28 (d, J = 2 . 
7Hz, 1H), 7. 37 (s, 1H), 7. 48 (s, 1H), 7. 96-8. 0 
6 (m, 2H), 8. 26 (d, J = 9. OHz, 1H), 8. 59 (s, 1H) 
K«#Wffl (E S I -MS, m/z ) : 5 8 8 (M + + 1 ) 

166: N-f2-^aD-4- ({6-^h^->-7~r2 - (4 
;i/h°^>V) lh^yl-4-^;'JJH ttzs) 7X-JH-N' - (2, 4 

Jj§C*4 (N — (4- {[7- - 6 h^- 4 -^y 
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l ))l]3-*~>} - 2 -^DD7xZjW -N' - (2, 4-y7MD7i-;l/) 
'y'l/T, 50mg) J*»;&U£A (138m g), 1 -*3\H/fc^55» (o.055m 1 ) 
5N,N-y/fWM7S h' (lml) C»fl¥lxMTl8P$WHli#L;fc. Kfo 

m-^mzTK^iax, ^oD^M-yp/v-^ (3/1) Tambfco mmm 

'H-NMR (CDCh, 4 0 0 MH z ) : 8 2. 31 (s, 3H). 2. 40-2. 
75 (m, 8H), 2. 95 (t, J = 6. 1Hz, 2H), 3. 99 (s, 3H), 
4. 31 (t, J = 5. 9Hz, 2H), 6. 48 (d, J = 5. 1Hz, 1H), 
6. 85-6. 96 (m, 3H), 7. 12 (dd, J = 2. 7Hz, 9. OH 
z, 1H), 7. 15 (s, 1H), 7. 22 (d, J = 2. 7Hz, 1H), 7. 
40 (s, 1H), 7. 47 (s, 1H), 7. 94-8. 03 (m, 1H), 8. 
25 (d, J = 9. 0Hz, 1H), 8. 49 (d, J = 5. 1Hz, 1 H) 

glMffiJl 67 : N- {2-^OD-4-r(7 - f 2-f ( 2 — b H □ ^->IfJ|/) 
Oj±2kj T^/lXh^y} - 6 -;* ij ;p) ^->17i-^} 

— N ' - (2, 4-y7MD7x-Jl/) r> U7 
M** (N — (4- {[7- (2-7ntlh + y) -6-^K^~>-4-^y 

U;U]^-^x) - 2-^DP7x-;W — N ' - (2. 4-y7^P7x-;W 

7L/7, 50mg) ,&K;frU#A (l38mg), 2- (yWUT^y') X^/— ;U 
(0.040ml) §N,N-y^fJ|/^A75h' (lml) fcBSfi? Htf&"Cl8l$IHJ 

it^Lfeo ^Jfc^^k^K^lra;^ ^nn*jl/A-7'a/V-Jl/ (3/1) Ttt 

'H-NMR (CDCla, 4 0 0MH z ) : <5 2. 44 (s , 3h), 2. 71 (t, 
J=4. 9Hz, 2H), 3. 02 (t, J = 5. 6Hz, 4H), 3. 66 (t, 
J = 5. 1Hz, 2H), 3. 97 (s, 3H), 4. 27 (t, J = 5. 6Hz, 
2H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 8 0 - 6. 9 3 (m, 2 H) , 
7. 11 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 19 (d, J = 2. 
7Hz, 1H), 7. 45 (s, 1H), 7. 9 6 - 8. 0 4 (m. 1H), 8. 
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25 (d, J = 9. 0Hz, 1H), 8. 48 (d, J = 5. 1Hz, 1 H) 
ilMllj : N— (2-^PP-4- {r6-^h^->-7- Q-^EJUsftU 
y^n^y) -4-^yjJMt^-» y^ZLJl) — N ' - (2, 4-y7j^ 
^-D7x-Jl/) 01/7 

JlOfl (N- (4- {[7- (3-7'Dt^D^y) ~6-^h^v-4-^ 
7U;i/]^^->} - 2-^DD7i-W — N' - (2, 4-y7i^D7xZ 
;P) ^kJ, 50mg) ,^#UOA (l38mg), ^;P^U> (0.044m 1 ) £N, 
N-y^fJl/*M7SF (lml) \z&M LMTl8l$Mii# L7c. 
V5lZ7k$:m?L, 9 pp*;UA-7°P/W -)l (3/1) TlffiLf:. 3TfiJf£*e 

'H-NMR (CDCh, 400 MHz): (52. 06-2. 16 (m, 2H), 2. 
43-2. 51 (m, 4H), 2. 56 (t, J = 7. 3Hz, 2H), 3. 68 
-3. 74 (m, 4H), 4. 00 (s, 3H), 4. 25 (t, J=6. 6Hz, 
2H), 6. 47 (d, J = 5. 1Hz, 1H), 6. 8 4 - 6. 9 3 (m, 2H), 
7. 06 (s, 1H), 7. 12 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 

7. 22 (d, J = 2. 9Hz, 1H), 7. 42 (s, 1H), 7. 47 (s, 
1H), 7. 95-8. 04 (m, 1H), 8. 25 (d, J = 9. 0Hz, 1H), 

8. 4 8 (d, J = 5. 4Hz, 1 H) 

mmm 1 6 9 : n- (2-^pp-4- U6 - ^ h^>- 7 - o - u 2Jk 

*h*'y) -4-^yU;Ht^y) 7x.~)l) — N ' - (2, 4-->*7;L^P 

N — {2-truu- 4-[ (7-hh*n^y-6-^h + y-4-^/UJl') 
3L~)l<} — N ' - (2, 4-y7MD7x-JW 01/7 (55mg) , 
RlA'JOA (31mg)> 3 -t°P'J;i/^DU h'tfUftfi (22mg) £N, N-v?;* 
fMM7 5F (lml) CigtfU 80ffitflB#ra«S^L7t. MffiT?g^^@^ 

L7c„ 7DP*^l$l7OTth'J0A«L« ttEETJ88l£e*LTfS 
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'H-NMR (CDCIi, 4 0 0MHz) : 54. 03 (s, 3H), 5. 31 (s, 
2H), 6. 49 (d, J = 5. 4Hz, 1H), 6. 7 7 - 6. 8 8 (m. 2H), 
7 . 10-7. 16 (m, 2 H), 7 . 31-7. 35 (m, 1 H), 7 . 48 ( s , 
1H), 7. 54 (s, 1H), 7. 86 (d, J = 7 . 8Hz, 1H), 7. 96 
(s, 1H), 8. 03-8. 10 (m, 1H), 8. 32 (d, 1 = 9. 0Hz, 
1H), 8. 42 (s, 1H), 8. 49 (d, J = 5. 4Hz, 1H), 8. 59 
(d, J = 3. 9Hz, 1H), 8. 77 (s, 1 H) 

mmmi 70 :N-r2-^PD-4-({6-^h^>-7-r2- (1H-1, 2, 

3- b 'JTV'-;i/- 1 zJJA lh^yl-4-^y'JJl/} 7xZjl/l- 

N' - (2, 4-y7J^n7iz;n *JV7 
N — {2-^pp-4-[ (7-kHP^y-6-Xh^y-4- + /'j;i/) 

rt^^xXJH — N ' - (2, 4-y7WP7x-JW ^1x7 (55mg) , 

rn.rn.tiwj* (3im g ). 2- (ih-1, 2, 3 - h utv-;u- i X 
4 i -^>iz>x;UT^^— h (36m g ) &n, n-^^^;i/^ 
Mis k (lmi). izmmi., 8om-cmmm^vrc a «jeet*«s«*lt» 

'H-NMR (CDC1:,, 4 0 0 MH z ) : <5 4 . 02 (s, 3H), 4. 53 (d, 
J=4. 9Hz, 2H), 4. 95 (d, J = 5. 1Hz, 2H), 6. 47 (d, 
J = 5. 1Hz, 1H), 6. 8 3 - 6. 9 2 (m, 2H), 7. 11 (dd, J 
= 2. 7Hz, 9. 0Hz, 1H), 7. 16 (d, J = 2. 7Hz, 1H), 7. 
39 (s, 1H), 7. 52 (s, 1H), 7. 58 (s, 1H), 7. 70 (s, 
1H), 7. 76 (s, 1H), 8. 00 (s, 1H), 8. 01-8. 07 (m, 
1H), 8. 29 (d, J = 9. 0Hz, 1H), 8. 49 (d, J = 5. 4Hz, 
1 H) 

HMffiJ 17 1 :N- (2-*b*ris- 4- {[6-^h^v~7 - (3 -^Jl^U 

yy°n7$*js) -4-^V'Uxju] 7xx;U) — N ' -ynHJ^y 

7 
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N — 4 — [(7 - 1 Kn+->- 6 b*z/- 4 J^S"] - 2 
h*c>-7 ^-)V} — N ' -7'P tf^^l^T (1 OOmg), m^^7 U ( 1 
3 8mg), 1, 3 --J-Ztu^-Juny (5 6mg) £N, N-y^fMMT 
a F (5ml) l:i®LMT3^1i#Lfc. MffiT^^^Sbfctf^tlfc 
Ss^^K^PtL £ pp7ts;i/A/'2 -^□AV-Jl' (4/1) -rtttfiLfeo 

;H?#fc#U N— (4- [7- (S-yDt^D^y) - 6 -^ h ^>_4_ 
^tyjuM ttzs- 2 b*is~7^-M — N ' -yntf;i^I/7£ 5 3 
mg, 1K^4 1 N- (4 - {[6 - ( 3 - 7'D€7 , D^-» -7-* 

a**^} - 2 -^nn-7oi-;U} -N' -:/nt!;u 
91^7 (5 0mg), ^#U^A (6 0mg), N-^.^;ixtf^^f/> (10 0 
Ml) £N, N-y^fJl/*M7SH (2ml) C^LiSTl 6^fW 

pp*;UA-?fta£rjL7t 0 M^^te 7 x^^3h|.ij^^^^L,, MffiTfg** 
^4LT#f>fifciS$ ^ Dn$M//^ / -^TW^T^ is u p 

1 H — NMR (CDC 1 a , 4 0 0MHz): (5 0. 97 ( t , J = 7 . 6Hz, 
3H), 1. 5 6 - 1. 6 0 (m, 2H), 2. 14 (br, 2H), 2. 50 (b 
r, 4H), 2. 58 (br, 2H), 3. 2 3 - 3. 2 6 (m, 2H), 3. 74 
(br, 4H), 3. 87 (s, 3H), 4. 04 (s, 3H), 4. 27-4. 3 
1 (m, 2H), 4. 6 2 -4. 6 4 (m, 1H), 6. 65 (s, 1H), 6. 7 
9-6. 85 (m, 2H), 7. 33 (s, 1H), 7. 53 (s, 1H), 8. 1 
0 (d, J = 8. 5Hz, 1HK 8. 62 (s, 1 H) 
M##fte (ES I -MS, m/z) : 5 2 6 (M + + 1 ) 

I^MffJ 17 2 : N — (2, 4-y'7MD7i-JH — N ' - (2 - * b*z/- 
4- {[6-;* h4=-^- 7 - (3-Wj;7n^y) ;H 

N — (2, 4-y7M07i-W — N ' -4- [(7 - t Fn + ->- 6 
h + y-4-^yj^) -2-/h + ->7x-;Wk7 (3 7 5m 
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gK K^TJ'J^A (442mg), 1, 3-y7*Dt7'DA> (2 4 2rag) £ 
N, N-y7^MM75F (5ml) CSjSLfifflT 3 WF|BJft#l,fc. ME 

#U N — {4- [7- O-yotyn^y) - 6 - ^ h^>>- 4 -=^y 
>J-;P] t^y-2-/h + y7irjH — N ' - (2, 4 -^7;PtP7x- 
;W 1 Omg, JR¥4 5%TM#fc„ N- (4- {[6- (3-70^7 

□ -7-* h^y-4-+t l /'Jz;H -2-7PD7I-JW 

-N' -7ot!;H7U7 (13 Omg), h'JXW5> (0. 5ml), =E)V 
*'J> (0. 5ml) JN, N->7fWJl/A7S K (4ml) fc*8fj?L^iH 

'H-NMR (CDC 1 , , 4 0 0MHz): fll. 9 7 - 2. 0 0 (m, 2H), 
2. 39 (br, 4H), 2. 49-2. 51 (m, 2H), 3. 58-3. 60 
(m, 4H), 3. 88 (s, 3H), 3. 98 (s, 3H), 4. 25 (t, J = 
6. 3Hz, 2H), 4. 27-4. 31 (m, 2H), 4. 6 2 -4. 6 4 (m, 
1H), 6. 84 (del, J = 2. 7Hz, 8. 8Hz, 1H), 7. 03-7. 
07 (m, 2H), 7. 2 8 - 7. 3 4 (m, 1H), 7. 38 (s, 1H), 7. 
55 (s, 1H), 8. 11-8. 17 (m, 2H), 8. 55 (s, 1H), 8. 
7 4 (s, 1H), 9. 18 (s, 1H) 
K*##fffi (E S I -MS, m/z ) : 5 9 6 (NT + 1 ) 

mmm 173 n- (2 k^->- 4 - ir6 h^->- 7 - 0 

iJ7 7'D^^y) -4-^;'JJ^y} 7^j:-;W) -N' -7'dW[/7 
fC£f (N — {4-[ (7-hh*D + y-6-^h^y-4- + /iJJW ^->] 
-2-^h^y7i-JH — N ' - fU\L JU*yUT. 80m g ) ,^K*U^A (l 
38mg), 1,3 -i>y'u=ty'u;\> (o.lOm 1 ) 5N,N-y^fMM75 H 
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(imi) tzmmis&tiLnimimmwLit. ^m-tmz^ta^ 

M^'J^A (I38mg), ^;U*U> (0.040ml) ^N.N-^^^MMJS H 
dm I) fc*tfL,MT?i8l$WSI#Lfc. SJS»^4fcC**ttA, ^nnw 
A-:/p/W-;t, (3/1) Tft&tiJbJfc. til^i/Kglth'J^ATSlL, 

'H-NMR (CDCb, 4 0 0MHz): 5 0. 9 5 (t, J — 7 . 6 Hz, 3H), 

1. 5 2 - 1. 6 9 (m, 2H), 2. 06-2. 15 (m, 2H), 2. 43- 

2. 49 (m, 4H), 2. 55 (t, J = 7. 3Hz, 2H), 3. 23 (dd, 
J = 6. 1Hz, 12. 9Hz, 2H), 3. 67-3. 72 (m, 4H), 3. 
81 (s, 3H), 4. 00 (s, 3H), 4. 24 (t, J = 6. 8Hz, 2H), 
6. 44 (d, J = 5. 1Hz, 1H), 6. 68 (d, J = 2. 4Hz, 1H), 

6. 76 (dd, J = 2. 4Hz, 8. 8Hz, 1H), 7. 40 (s, 1H), 

7. 53 (s, 1H), 8. 12 (d, J = 8. 8Hz, 1H), 8. 44 (d, 
J = 5 . 1Hz, 1 H) 

^MM 174:N- (2 - * h*is- 4 - {f6-^h^^-7- (4-^'Jy 
htv) 7iZJl>) -N' - :/P bfJt/fr 1^7 

JH¥4 (N — {4-[ (7-kFo^y-6-^h^y-4- + yij;i/) ^->] 

-2-^h*->7iZJH -N' -^Dt!;WI/7, 80mg) Mf&XWI* (1 
38mg)> 4-7 0D/5 1 jKfiJi;>i|lf ( 48mg ) &N,N - ^^Jt^A 
75K dm 1 ) £»#LMTi8l#WHft#Lfc. Eifi:S^«r»c**ftI^, *n 
P^;UA-yp/W-/U (3/1) TiflttiLfc. ^*lJi£«7KM± h U -j? AT 

WrSHPLCfcckOlfilfiSL. ^ffiO{fc^S65mg, lR^67%Tt#7Co 
'H-NMR (CDCh, 400 MHz): 50. 95 (t, J = 7. 3Hz, 3H), 
1. 52-1. 69 (m, 2H), 3. 24 (dd, J = 7. 3 Hz, 12. 9H 
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z, 2H), 3. 82 (s, 3H), 4. 06 (s, 3H), 4. 63-4. 69 
(m, 1H), 5. 32 (s, 2H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 
68 (d, J = 2. 7Hz, 1H), 6. 77 (dd, J = 2. 4Hz, 8. 5H 
z, 1H), 7. 37 (s, 1H), 7. 42 (d, J = 6. 1Hz, 2H), 7. 
59 (s, 1H), 8. 14 (d, J = 8. 5Hz, 1H), 8. 43 (d, J = 
5. 4Hz, 1H), 8. 61 (d, J = 6. 1Hz, 2 H) 

mmm 175: n-x^-n' - (4- (r6 h*>>- 1 - (2-^)1* 

JKifBf (N-X^;U-N* - {4-[ (7-kHD^y-6-^h + y-4- + 

2, 5 -v^?;i/7xx;u} 76m g ) ,«»*u^^ 

(138m g), 1,2 ->7Dtx^> (0.085ml) ^N.N-^^^MMT^ 
F dm 1 ) lzmffiLMU-?i8mmffl;ftLfc 0 KJ&M&VJ\Z7k&UQX> ^nn$ 

;kk-yn/iy-;u (3/1) TtttijLfc. w»«*JH**B6^-huc7ATtt* 

U «flET^S:®SLT»e>nfc3S*Sx— ^^Tft^L, tplHH*: (N — (4 
- {[7 - (2-7'DtI - 6 K4^>-4-^/ - 2, 

5 -^^^;u^^x;p) — N ' -X3MU^7) £»fc Q + mSIAU^A 
(l38mg), r e;i/^'J> (0.044ml) ^N,N-y^f »A7^ H (lm 1 ) 

&#L£fflTi8i$IBMII#Lfc. SJ^rl^ii7K^Sn^^ □ n^A-ya/w - 
;i/ (3/1) T&fcBLyt. ^rM*tt7lcfilEB6^-hU^ATtt*L, «JEET*«SES 
g£ LTf# b ft7«£ & £ □ n fr)VJ±/ * $ J -;i'TJRWr SHPLClC«k 0 flfSS 
U mmOit&W} &72m g, iK^73%Tf#7t„ 

1 H — NMR (CDCh, 4 0 0MHz) : 51. 10 (t, J = 7. 3 Hz, 3H), 
2. 07 (s, 3H), 2. 16 (s, 3H), 2. 53-2. 59 (m. 4H), 
2. 88 (t, J = 5. 9 Hz, 2H), 3. 20-3. 30 (m, 2H), 3. 
66-3. 71 (m, 4H), 3. 96 (s, 3H), 4. 26 (t, J = 5. 9 
Hz, 2H), 4. 7 3 -4. 8 2 (m, 1H), 6. 16 (s, 1H), 6. 2 
3 (d, J = 5. 4Hz, 1H), 6. 88 (s, 1H), 7. 35 (s, 1H), 
7. 40 (s, 1H), 7. 50 (s, 1H), 8. 38 (d, J = 5. 1Hz, 
1 H) 
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^MM 176 : N-T4 - ({ 6 - ^ 7 - f 3 - ( 4 - * ±)l V J ) 

yg^^vl- 4 Ujj/j -2, 5 -i?/^7iz;H-N' -7° 

jRH (N — {4-[ (7-hHD^y-6-^h + y-4-+yiJJW 
-2, 5-y/^7xz;H -N' - y P \Z)VV VT , 80mg) U £ 

A (l38mg)> 1, 3-y^nt^n/t> (0.10ml) -i? ^^JVfcjVA 

75 h* Cirri 1 ) fc»#LM"Tl8ll#Wli#L;fc. ?D 

□ ^;^A-yD/NV-;u (3/i) -eitHLfc. til*i7«ithU i i'AT 

ft**U j*ffiT8SISESr«*LT»Snfeas*, x-^T#fc?£U 4>pq#: (N 
- (4- {[7- (3-yotT'o^y) - 6-* h^->-4-^/" UJU]^ 
->} -2, 5 -y^^7iz;W — N ' - 7 U fc?;|/>7 1/7) 
mB-ftWl* (138m g), l-^^;Hf^^^> (0.055ml) *N,N-s>-^^;i/ 
*;UA75 K (lm 1 ) fc»#LMTi8i$IHHJS#Lfc. SUBS^tCTk^in^.* 
^PD*jl/A-/nAV-^ (3/1) TttttJL7c. *r«Jl€r*S*S6«^-NUC7 
iffTgi^gSLTtl btifci^^, x— ^;UTifeif- U ^IIcd 

'H-NMR (CDCh, 4 0 0 MH z ) : 50. 91 (t, J = 7. 6Hz, 3H), 
1. 50-1. 58 (m, 2H), 2. 07-2. 20 (m, 2h), 2. 12 (s, 
3H), 2. 2 3 (s, 3H). 2. 2 8 (s, 3h), 2. 3 3 - 2. 7 0 (m, 
1 OH), 3. 21 (dd, J = 7. 3Hz, 13. 4Hz, 2H), 4. 00 (s, 
3H), 4. 24 (t, J = 6. 6Hz, 2H), 4. 64-4. 76 (m, 1H), 
5. 9 5 - 6. 0 5 (m, 1H), 6. 27 (d, J= 5. 1Hz, 1H), 6. 
95 (s, 1H), 7. 39-7. 43 (m, 2H), 7. 54 (s, 1H). 8. 
4 2 (d, J = 5. 1Hz, 1H) 

Jt«#*r« (ES I - MS, m/z) : 5 3 6 (M + + 1) 

H1W 17 7 : N- (2, 4 - -Jy )l^-W7 -N' -f4- ({6-^-S 

=^y-7-f2- 2, 3-h'J7y-Jhl-ff) 

-^/UJH Or^is) -2, 5-^^7x^;Wl/7 

liCft (N — (2, 4-^7;U*D7m;i/) — N ' - {4-[ (7-tHD + 
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7, 93mg) .^ISAU^A (l38mg), 2- (1H-1, 2, 3-h'J77- 

i --r;i/) x?;y 4 1 -^>~e>7,)V7 h (52m g ) £ 

N,N->7fMM7 5 H (lm 1 ) tCTgfi? t^O^T 5 l$mtt& bTCo 
^f^KSrJn*., ^PP^^A-^DAV-Jl/ (3/1) TtttBLfco #Jg|Jf£ 

^A/^^y-^TSP^-r^HPLCt^O^S^L, M<7)ffc£-#/£33mg, JRSp 

'H-NMR (CDCls, 4 0 0 MHz): 6 2. 10 (s, 3h), 2. 19 (s , 
3H), 4. 01 (s, 3H), 4. 51 (t, J=4. 9Hz, 2H), 4. 9 
3 (t, J = 5. 4Hz, 2H), 4. 94 (s, 1H), 6. 28 (d, J = 
5. 1Hz. 1H), 6. 7 5 - 6. 8 8 (m, 2H), 6. 90 (s, 1H), 7. 
36 (s, 1H), 7. 58 (s, 1H), 7. 60 (s, 1H), 7. 73 (s, 
1H), 7. 9 9 (S, 1H), 8. 0 8 (dd, J = 9. 3 Hz, 15. 1 Hz, 1 
H), 8. 4 1 (d, J = 5. 1Hz, 1H) 

178 :N' - (2 - 47 DP - 4 - {r6-^h^->-7- (2 
U/xh4^» -4-WJ-JHt4xl -N, N-y*^;Ufr 

kZ. 

mm (N ' - {2-^700-4-[ (7-tFo+y-6-^h + y-4- + 
^-V/»J-;W t^y]7i-JH — N, N-S^^tf 80mg) D 

£A (138m g), l,2-y7DW> (0.085ml) ^N.N-i/^^l^UA 
7SH dm 1 ) fcg#L£i&Tl8l$|BHft#L.fc. KJfcffi£<»K:*£inA., 47P 

p^;uA-ypAv-;u (3/1) -eaaiLTi,, hj sat 

- (4- {[7- (2-7"DtXh^y) -6- / 

- 2 -47 0P77a:-;lx) — N, N - VT ) ^Wft:, m 

M#'J^A (l38mgh ; E^^'J> (0.043ml) lN,N-y7fMM7 5 H (l 
ml) BfeflMfcLfc. SJSjg^&fCTKSrJnA, i 7 □ □ ^JUA - 7° 

□ (3/1) TtttHLfc. *«8»€rjlll7KI»Bt^-|-U^AT«j»L, Ml± 
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Tmm £ ®£ L Tf# e. $ * 9 □ D A / * 9 J — ;PTJH^T ^HPLC(C 

'H-NMR (CDCh, 4 0 0MHz) : 5 2. 58-2. 66 (m, 4H), 2. 
9 0 - 2. 9 8 (m, 2H), 3. 0 8 (s, 6H), 3. 7 0 - 3. 7 9 (m, 
4H), 4. 02 (s, 3H), 4. 2 9-4. 3 7 (m, 2H), 6. 97 (s, 
1H), 7. 15 (dd, 5 = 2. 7Hz, 9. OHz, 1H), 7. 24-7. 
26 (m, 1H), 7. 29 (s, 1H), 7. 49 (s, 1H), 8. 36 (d, 
J = 9. 3Hz, 1H), 8. 6 0 (s, 1 H) 
St*##H! (E S I - MS, m/z ) : 5 0 2 (M + + 1 ) 

mmW'l 179 :N' - (2-#cm-4- {f6-^h^^-7 - (4 - ^e;UxK 

uy^K^vO -4-^±yj-jH^'>} 7x-;k) -n, N-^^fr 
ut 

(NT - {2-^PD-4-[ (7-tHo+y-6-^h + y-4- + 
t'/'J^JW ^->]7i-jW -N, N-y^?;!/ 1 ?!/?. 80mg) ,j»i6* U 
^A (I38mg). l,4-y7*D ; E7'^> (0.12ml) £N,N - i?*?-)V7fr)],&7 
SF (iral) l3«f«PL^fflTl8l^W«l«iLfc. Kfafe'£mZ7k.&tiaZ.s ?UU 
^A-yD/V-;i/ (3/1) TfflttiLfc. ^««£*R*«:rHJC7AT*£ 
*U «£ET»«ES:«*LT»5nfcJSS*x— xJPTijfe^L, ffrWH*: (N ' - 
(4- {[7- (4-^Ot7*h + y) -6-/h + y-4-+tV'J-J^ 
i/} - 2-2UU7 jL-)l) — N, N-^^^JUOUT) ItntZo f»|Hj#, g*^ 
XWA (l38mgh ; E;UaKU> (0.043ml) £N,N - y^fWAJ 5 K (l 
ml) fcigflPLMT— Bfe«HiL&. SJftfi^kiTk&in*.. £nnjfrjUA-y 
unj-)\, (3/1) TTffltiiLfeo taHSi*fl«th'J^T«j|b, MJEE 

"H-NMR (CDCls, 4 0 0MHz) : 5 1. 6 7 - 1. 7 7 (m, 2H), 1. 
9 3 - 2. 0 3 (m, 2H). 2. 3 9 - 2. 5 0 (m, 4H), 3. 67 (s, 
6H), 3. 6 4 - 3. 7 5 (m, 4H), 4. 0 2 (s, 3H), 4. 2 1 (t, 
J = 6. 6Hz, 2H), 6. 97 (s, 1H), 7. 16 (dd, J = 2. 7H 
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z, 9. 3Hz, 1H), 7. 26 (s, 1H), 7. 2 8 (s, 1h), 7. 2 
9 (d, J = 2. 7Hz, 1H), 7. 48 (s, 1H), 8. 36 (d, J = 9. 
3Hz, 1H), 8. 5 9 (s, 1 H) 

jjjjffj! 18 0 : N' - (2-^aa-4- {r6-pth^'>-7- (4 - fcfU 

-4-^t7'jz;nt^y) Z^E2k> -n, N-s^^frix 

Z 

(N* - {2 -2nn-4-[ (7-kh'P^y-6-/h^y-4- + 

±yu-;u) t+y]7i-ji/j — n, N-i?*?-ju<yuT, 50m g) ,mm%v 

^7 A (138m g), 4-^Dn^?JKfiJy>MJ| (49mg) SN,N-i?/f;P 
• K (lm 1 ) (Cl^L^jfiTl8l^Hai#Lfc 0 EJfcjg Sin*., 

^□□^A-7n/ty-;i/ (3/1) TiiHlL h U 

MUT^HPLCtCct; DMiSU 3E«©<b^4b*37m g . iK^60%Tt#fe. 
1 H - NM R (CDCb, 400MHz):<53. 07 ( s , 6 H) , 4. 07 (s, 
3H), 5. 32 (s, 2H), 6. 97 (s, 1H), 7. 15 (dd, J = 2. 
7Hz, 9. 0Hz, 1H), 7. 26 (s, 1H), 7. 29 (d, J = 2. 7 
Hz, 1H), 7. 41 (d, J = 6. 1Hz, 1H), 7. 55 (s, 1H), 8. 
37 (d, J = 9. 0Hz, 1H), 8. 58 (s, 1H), 8. 63 (d, J = 
6 . 1 H z , 1 H) 

Hl^tl (E S I -MS, m/z ) : 4 8 0 (M + + 1 ) 

^mm i8i: 2 - {r4- (3-^pd-4- (r (js^jf^ZA H 

JSC** (N ' - (2-^DP-4-[ (7-hHn+y-6-^h + y-4- + 
t'/'J^) -N, N-v^^U^T, 50mg) U 

"^A (l38mg), ^D^Eg^x^^ (49mg) &N,N-y/f MM7$ F (l 

mi) tfls»L*iaTi8ii#miji^Lfc. s^-g^^^n*., 

-?un;-)V (3/1) TttffiLfc. ^««*M7k«EB6± h U >>AT«£«L, 
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'H-NMR (CDCla, 4 0 0 MH z ) :<53. 07 (s, 6H), 3. 82 (s, 
3H), 4. 06 (s, 3H), 4. 87 (s, 2h), 6. 97 (s, 1H), 7. 
14 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 18 (s, 1H), 7. 
29 (d, J = 2. 7Hz, 1H), 7. 54 (s, 1H), 8. 36 (d, J = 
9. 0Hz, 1H), 8. 6 0 (s, 1H) 

HMffl) 182 : N ' -\2-^un- A- ({6-^h^'>-7 - f3- ( 4 - ^ 
fJj^j^V) 7"P#^>-l-4 -^±--/U-;U} 7XHJI/1-N, N 

(N ' - {2-^PP-4-[ (7-th'D4 1 y-6-^h^y-4-^ 
tyj^JW 7 — N, N-y^^l^T, 400m g ) 

U^A (966mg), U-y^Dtyn/O (0.51ml) £N,N-5?*^;p3frip 

a7$f (5mi) \zmmvm§Lxn8mmmwLfc 0 Rfem&mzTk&mz.. t> 

□ □MA-yn/V-Jl/ (3/1) TfflaiLfc. t*i6llS**8th'J!?A 
' - (4- {[7- (3 -y'n^a^~» -6-^h=^>-4 -^xVUx 

-2-^DD7i-;M -N, N-y^Wk7) £398mg, JR 
^78%Tf#fCc (51mg). M^'J^A (l38mg), l-^JHf^^ 

> (0.055ml) S:N,N-y^fMM7SH (lral) LMTl80f 

it^Lrco SJS&ffi^ttKiTK&io*., *7uwfc)V&-'7urt; -)V (3/1) T*fi 

^££x-^;i/Tife#U 3ftH©{k-&4fe€r46mg, W85%Tl#7io 
'H-NMR (CDCla, 4 0 0MHz) : 52. 06-2. 16 (m, 2H), 2. 
29 (s, 3H), 2. 30-2. 60 (m, 10H), 3. 07 (s, 6H), 4. 
02 (s, 3H), 4. 25 (t, J = 6 . 8Hz, 2H), 6. 96 (s, 1H), 
7. 15 (dd, J=2. 7Hz, 9. 0Hz, 1H), 7. 29 (d, J = 2 . 
7Hz, 1H), 7. 30 (s, 1H), 7. 48 (s, 1H), 8. 36 (d, 
J = 9. 0Hz, 1H), 8. 5 9 (s, 1 H) 
mmftffiM (ESI-MS, m/z): 5 2 9 (M + + 1) 
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mmmi 8 3 : N' - {2-£QD-4-f (7 - {3-r (2-h Hn^ylf 
7 3L-JI,} -N, 

IK** (N' - (2-^PD-4-[ (7-tHn^x-6-^h=! : y-4-4 i 
^-VU-;P) t^y]7i-;W — N, N-^5F;i^I/7, 400mg) 
D^A (966m gh l,3-^D ; E7'D/t> (0.51m 1 ) £N,N - v;<3S>l/*;U 
ATS H (5ml) £^¥l^Tl8B#^JS#LfCo ^^t^J^n*.. 0 
□ O^A-:/OAV (3/1) TitBlt. ^M^il/Jc^^-hU^A 
T?i£^U MlET^$«^^LTt#e>n/c^$^x-^;UT?^#L, ffHJfl: (N 
' - (4- {[7- (3-7'Dt7'D^y) - 6-^h^y-4-^tVUz 
;t/]^-^->} - 2 OD7i")l/) — N, N-v^^l^ 1/T) £:398mg, ^ 
^78%Tt#feo ^ffc (51mg), U "^A (l38mg) . 2- (^3^75 7) 

X^y* — )V (0.040ml) 5N,N-y7fWM7$h' (lm 1 ) (CjgjgLM 

x~\mmm.wvtz<, Km^mzi^mx. 7dd*m-7°oav -;u (3/ 

'H-NMR (CDCb, 4 0 0 MH z): 52. 0 1-2. 11 (m, 2 H), 2 . 
25 (s, 3H), 2. 52 (t, J = 5. 1Hz, 2H), 2. 61 (t, J = 
7. 1Hz, 2H), 3. 03 (s, 6H), 3. 57 (t, J = 5. 1Hz, 2 

H), 3. 98 (s, 3H), 4. 23 (t, J = 6. 6Hz, 2H), 6. 92 (s, 
1H), 7. 10 (dd, 3 = 2. 7Hz, 9. 3Hz, 1H), 7. 24 (d, 
J = 2. 7Hz, 1H), 7. 31 (s, 1H), 7. 44 (s, 1H), 8. 3 
1 (d, J = 9. 0Hz, 1H), 8. 54 (s, 1 H) 

K*#4ffffi (ES I -MS, m/z) : 5 0 4 (M + + 1) 

184 :N- (2-^DD-4 - <[6-^h^>-7- ( 3 - k: ^ U v y" 

-7°D^^-» -4-^^-yj—^] :t^~>} 7xlf) — N ' -pt^l/fr^y 
N-(2-7DO-4-[(7-tFD + y-6-^h^y-4 - ^t7U-;W 

^5/] 7i-;W — N ' -^WU7 (2. Og) SN, N-y7fW 

A75F (5 0ml) Ml, hU7i-M7>7-f> (2. 8g), t^'Jy 
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;~jun/-)V (0. 9g), ylW/y*^y7-h (1. 9g) $S 
iWLfc. 2 B#IHJ£fiTil#ft. hU7xzMX7^>(2. 8 g), hWJ >V 
7"0/V-J|/ (0. 6g). vlWyyAM+y^-h (1. 9 g) Srlftf 

^□D^;PA/^^y-;u (20/1) T?s»t5'>'J*WD7h^77^ 

— KckOllMSU i&molt'&ydZ 6 5 Omg, IR^2 5 

'H-NMR(DMSO-d 6) 4 0 OMHz) : 5 1. 3 7 - 1. 4 3 (m, 2H), 

1. 4 3 - 1. 5 3 (m, 4H), 1. 9 6 - 2. 0 0 (m, 2H), 2. 29- 

2. 50 (m, 6H), 2. 68 ( d , J=4. 6Hz, 3H), 3. 97 (s, 
3H), 4. 23 (t. J = 6. 3Hz, 2H), 6. 8 2 - 6. 8 5 (m, 1H), 
7. 23 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 38 (s, 1H), 
7. 47 (d, J = 2. 7Hz, 1H), 7. 54 (s, 1H), 8. 07 (s, 
1H), 8. 17 (d, J = 9. OHz, 1H), 8. 55 (s, 1 H) 
Jt*#*Hi (E S I -MS, m/z ) : 5 0 0 (M + + 1 ) 

H^ffJl 8 5 : N- (2-frDP-4- {[6-^<h^->-7 - (3-tf^U^y 

N-(2-^nn-4-[(7-th'D + y-6-^h^y-4 -^^/U^P) 
3j-=^>] 77i-;U} — N ' -JLT-JWUT (2. 7g) £N, N-^pl^l/^U 
A75F (3 0ral) h'J7iZM77^>(3. 6g)> hf^Uv 

/7o/V-;i/ (1. 2g), yiW l /y*W^y7- h (2. 4g) £g§ 

tuLfto 2mfflm&T~mw&, hU7xz;^7>f>(3. 6g), ti^u^y 

7D/V-^ (0. 8g), yI^7 1 /y*J^y7-h (1. 9 g) 

2uwfc)VA/*Z J—)}, (2 0/1) TlPitS y U ^^^7 h ^7 7 

'H-NMR (DM S O — d B, 400 MH z) : 51. 08 (t, J = 7. OHz, 
3H), 1. 38-1. 41 (m, 2H), 1. 4 7 - 1. 5 3 (m, 4H), 1. 
9 5 - 2. 0 0 (m, 2H), 2. 31-2. 46 (m, 6H), 3. 10-3. 
17 (m, 2H), 3. 97 (s, 3H), 4. 23 (t, J = 6. 3Hz, 2H), 
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6. 96 (t, J = 5. 6Hz, 1H), 7. 23 (dd, 3=2. 7Hz, 9. 
0Hz, 1H), 7. 37 (s, 1H), 7. 47 (d, J = 2. 7Hz, 1H), 

7. 54 (s, 1H), 8. 02 (s, 1H), 8. 19 (d, J = 9. 3Hz, 
1 H), 8. 5 5 (s , 1 H) 

nmttffim (ES I -MS, m/z) : 5 1 4 (M + + 1) 

mmm 1 8 6 .- n- (2-^00-4 - {[6-^h^->-7 - (4 - tfu v)\,* 

V^riy) -4-*/V)l] 7x.-)l) — N ' - (2, 4-^^;^P7 

x^JlO OUT 

N- (2-^DD-4 - [(7-th'D4 : y-6-/h + y-4- + ;'JJW * 
*zs] — N ' - (2, 4 -i>'y;l^^n^i-;u) ^ixT (5 5mg), 

mmt!')0^ (62mg) 1 4- (^ap*5P;U) tf U :>* >i£®?i& (2 2mg) £ 
N, N-y^^*J^7 5F (1ml) L 8 0 °C~V 1 fftP^Jl^ Ljfc. M 

'H-NMRCDMSO, 4 0 0MHz) : 3. 98 (s, 3H), 5. 41 (s, 
2H), 6. 56 (d, J = 5. 1Hz, 1H), 7. 04-7. 10 (m, 1H), 
7. 2 5 - 7. 3 7 (m, 2H), 7. 47 (s, 1H), 7. 4 9 - 7. 5 2 (m, 
4H), 7. 55 (s, 1H), 8. 08-8. 15 (m, 1H), 8. 24 (d, 
J = 9. OHz, 1H), 8. 49 (d, J = 5. 4Hz, 1 H), 8. 60-8. 
63 (m, 1H), 8. 81-8. 83 (m, 1H), 9. 30-9. 31 (m, 
1H) 

mmtttfrm (E S I -MS, m/z ) : 5 6 3 (M + + 1 ) 

mmm iz i em <d \ t <d mm &t ib iz 5k £ n z t & k> t & z> „ 
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l £ . b (Dmmwm zitLfzt^ (DttmmcD x hi (Dmmwm sex, 
SM^s-iioiMST x 1 1, mmmmmmm (tgir) = u- 

Tx/Cx) X 1 0 0 &7k&tz. 
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i. 5* (i) vik&®&fcu^nzoM¥mzn^%&&$>L<temMm 

r6 r9 R 10 




fc(i7$;s$iL, u®c,,7j^jn, c^t;U3^'>«, Cz..7;i^-;ug 

DIISnTiiTfc^^) l:.t01i!l$nTMTfc«tW, IR i! R ij N-C ( = 

o) -o- (R"&£zfR"&, m-£tctemfc^T^Th<k<, TkmrnTittzte 

tlT^TtxfclrO i^cteSR' 1 - (S) m- (R»tt, Cm7;WH 

R\ R\ R 7 *5^tXR»«, |WI-^fettS^oT^T t bct<, tK*^, AD^r 

>M^, Cm7;^;H, c,,7^n+yi, CnTM;^ 1 ^, zhns, * 

fett7 5;MiL, fiU R\ R\ R'feck^R"^T^7Km^^&^Tc:i« 
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k «*: 0 ti $ m ^ T t> £ < , 
R"«, c w 7J^;i^s ( c 2 . s T;i/^r-;i/^> c 2 ^t;p^-;us (c^yji^ji 

ttC M 7;P3^^3£t«fc0fll»$nT^T i b«fcV5), £7tteR ,! - (CH.) n- (n 
it 0 ~ 4 <£>g&£^U R l5 ttfiSfP£fc«Tfl&?n© 3-7 *£*m5£S££tt« 

fc«^fn<7)3~7MM^^^fc«1i*mi:iif'a-L7 t c-^T^-pT : focb^) £ 

2. R\ R^irXR^TK^JS^SrS-r, »#5! 1 fclBttOrt^to. 

3. R'WIf^gl, R'*5=fc^R ,0 c7)^-rti^^fcf±M^7jc^^^ 

5. it (la) ©Yb^**fcf±-€-n&<DlK^«jfCf| : atTfr-Btt[t>L<tt»«E 



r24 r27 r28 




(la) 



(±fB:CT> 
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fcteSR 31 - (CH,) p-O- (R 3, tt, ADy>JSf. jJcKS, Cm7^3 + -> 

"N-C ( = 0) -O- (R' J ^i;^R ,3 «, R|-StliJia^T^Tt>J: < , 7jc 
tctOII^T^xyn) £*r), £7cte*R"- (S) m- (R H fcL C 

R J \ R 2 \ R u *«fc^R M tt, |W]-^fettM^-pT^Tfccfc<, jJcaSJS^, AD 

y>/gHP, Cm7;u*;us, Cw7;i/3+'>s. c^^jws, — Noa, 

Sfctt7$yl^L, flU R 2 \ R 2 \ R 2S *5j;^R 2 M;tT^7jc^^^^-rc: 
R 2 'i3cfcy:R 28 te» ng-Sfctegft-pT^TfeJ;^ tKSSISC^ C,..T;^;U», 

sp— ;u*©T;p^;i/fflJ»«, ^ny>if ( c^jpa+yas. 7$;i (75 
/afittc w 7;p3+->liK:«k ^ii$nT^Tfed:^CM7M;Hi:<i: oti 

c, < T;i/ir-;i/S*5«ttXc M 7;^-;i'Stt, -tn-tn, Any>^sfc 

«C w 7;U3^>'Sfc«kO«jA*nTl'iTt>«fclrO £&fcfcR»- (CH 2 ) q- (q 
«0 ~ 4 ©it^L, R J2 ttfSfP^ 7c tt^FtSftco 6 Mj6fc*S^**fcttl63Sat 

^fctiC IJ 7J^ + ySl: t t0gI$tlT^Tt>J;< > fl&ofiSftiS&tt^ 
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9. R», R'\ R M 4J«fc^R"©^<ifelo*«tt[*k^Sfctt7y*®^ 

10. R», R 3 \ R 2S ^ctD?R ; 'o^<i:fel^^c 1 . 4 T;^;^^-r, 

11. R", R M , R 2S &<kl£R :6 <DD-t> 2^/^!^^, BeD©2^# 

12. R", R J \ R !i ^ t fc^R :4 ©/>/ c i;< i l h 75;^ c 

13. R J \ R^cfc^R^K^^F^^L, RW\Dy>Rf, C M 7JP 

14. R^^tfR"©^****^**-^ BfcfrK 5 fcffi«©fc£-!|&. 

15. R 2, ^cfc^'R 28 O^Tn^S/c«^^7j<^^^(7)»^^t-. 

16. X^CHSfcttNS^L. 
R^Jc^R^^S^CmT^zi^^^L^ 
R 2 \ R M ;fc«fctXR M a*7k*IgH !: £SU 

U 

R J: Zf R M # zfc m/K^ 1 & m L , 

R"^\ CmTjI/^;us, CwT;i/^r-;i/*, c«7;u^-;us (c,. 6 7;wp 
X, c M 7;Pdrz:;i,**5 < fcr/c M 7;u^-;i/*tt, -en-en, /\ny>^^ 

iiC^^^ + yllCckOllStlT^TfeckW Sfcfci- (CH.) q-R" (q 
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1 7. X^CHSfcttN^IL, 

r 2, *5 d; # r n mmm c t ;u n * & * l , 

R", R 25 &<MR 26 7^7j<*j^£3tU 

R M j&V\ny>jR^ C W 7J^;«, C M 7;^*yS, Sfett^NnS^« 
U 

r «t o?r m o vi-rn^ * ft itmjjtffcmm^&ft om & m l , 

R"**, Ch7^+;H, C^TJltr-Jim. Cr.<,T)l*-)im (C,. t 7Jl*)l 
ttC,.47 r ;i'3^->*{Cck0^^tlT^T ! b«fc(/0 Sfctt- (CH 2 ) q-R 32 (q 

18. X^CHSfcttN^L, 
R 2 \ R 2S &J;^R 26 ;^>K^J^£S?U 

R^Aoy^JBC^, C M 7^+^i6, Cm7;^*xS, ^fctt-hoMI 
U 

R"atzk*jR J P£3iU 

r"#, c,. s t;1/=^jp», c 2 . 6 t^^--;us, c«t;p^~;ps (c.y;!/^ 
s> c«7';i/ir-;u36*«trxc«7';^-;ua6tt, ^-n^n, /\ny>gfSfc 

ttCw7;U3 + ^S{C«k0«»$nTViTfe«i:VO (CH 2 ) q-R 32 (q 

WO 1 <Z>3gS&£^U R 32 «AP$-*>J§C^\ C w 7WSS&ttC w 7;P 

19. X*tCH$&UNSSU 
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- (CHJ p-o-s^u 

R 2 \ R 2S &£ZSR 2i rf 7 tmJMT&mL, 

R u ^/\ay>m.^-. Ch7;^jh, c^j^+yi, t&azhnis* 

L, 

ttC,.4T;Un^r->S^ct 0Ift$hT^Tt>iH) (CH,) q-R ,J (q 

ttO 1 £>!g&£^U R M ttAny>JR^, C,.47;M^*£fcfctC,.47;U 

2 0. R 2 '7^#mmC,.47;i/Zi*->S£;g|U R^'IR"- (CHO p-O 
21. R J, ^\ TfcgeS, 75/S (d(D75y*CDl *fctt2©7K*JR : Ftt, 
HTfc<fclrO, SfcfilR' 4 - (S) m- (R ,4 te, CwTJWUSfCcfcDft&i* 

2 2. p^lTfeS, If^lll 9~2 1 (D^m^— ^(wIEWO-fk-g-ilfc. 

2 3. R"**, SR"- (S) m- C^TR'li Cm7M;HCJ;0I 
^£tlT^Tt>J;^ 1 ^7 t c^2f®W^^^^^rtr?FgSfDO 6MM^^tC*^^ 
U miiOTS)^) £^1", 1 9~ 2 1 O^Ttl^— ^(ClBiScO'fb^o 

2 4. R J, #, IR H - (S) m- (c:c:t:r m h, C.TJWl^f;: J; 0 M 
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2 6. X^CHtfcttN^U, 

R ,, *«fc^R*ovim*»-^***«iftc M 7';u3*->a6*aSEL. ffi**tiR" 

- (CH : ) p-0-£«U 
R 2 \ R M :fe<fctfR M #7j<&I8FP&3gU 

R !, ^/\p^>if, Cm7;u^;us, c w 7;i/3*->«, sfcazhD*^ 
R"a*, c^tju^jus, C:. 4 7;u^--;us, c 2 . 4 x;i^-,t>s (c,. 4 t;^;p 

fiCM7;^ + yIi:<t01I$tlTUTt)J;U) (CH,) q-R" (q 

2 7. R !, ^IiCM7i^^yl£Il, R"^*R 3 '- (CH,) p-O 

-&*-r, f»^Jg 2 6 tzciR©<k^4fc. 

2 8. R'W. 7K^S, 75/S (-075 ;1© 1 *fctt2 OTKJRJR^tt. 
■fctl^ft. 7K^li:J;Dll$nTUTfcJ;UC, J 7Mjl/il;=i;0i^$nT 
UTfecfcU), SfdiSR"- (S) m- (R ,J tt, CJWSiaoii^ 

U rali0T$5) p^l~4©I|[^t> »*52 6S)tli2 7 1: 

2 9. p*U7?*5, IS^I12 6 ~ 2 8 O^ftl*- m\Zt^M.<Dit'^% a 

3 0. R"*«, ^R H - (S) m- CITR'U C^MJUi: =t Di 
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3 1. R 5, ^\ SR 1( - (S) m- ('^R l( ii C,,7J^Jl/Sl: «fc Di 
U raliOT*^) p*tlT»5, 2 6 ~ 2 8 <ZH>Tn^— ^{C 

3 2. R ,4 **«»$nTV>Tfc«fc^fcf 'Jy^T$5«tl3 0 £7cte3 It 
3 3. Xa*CH*fcteN&*U 

R 2, *3«fcr5R n ©^-rti^— ^^b»c,.4t;i/3^*>»**l, m^ R " 

- (CH») p-0-5Ib, 
R 2 \ R 2S *3J;^R 26 ^7K^^^^L, 

U 

R 2, ^7K^^^^L, 
R 2 ^>jc^JS!CTO^<2S£^U 

fiC,.,7^3 + ySt:J;DIi$nT^T6cl:^) (CH.) q-R 52 (q 

«OSfclil©it^L, R 32 «/\ny>iH^, C M 7WSSftttC w 7;i/ 

3 4. R"^ig|CM7;^^yS$^L. R ! ^IR"- (CH,) p-O 

if 3 3 (cfB^^-fb-gr^o 

3 5. R"*<, /X^S, 7571 (^07 5y*(7)l^fctt2©^fi i H 

-en^n, 7K»atc«fc o mm $nt^t feck ^c.^t )i*)im\z& om^nx 

^TfectW. ^fc(iSR' - (S) m- (R M te, c,,7;wni:ctcil$ 

biiiR^ns i~2ffl©sajK^s-^tffiasis&tt^fiafn©6iHfi3ii5Rs:ss« 
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U mttOT^S) p**l~4®JMIfc£3ftt\ ft 3fc3i 3 3 3;7c« 3 4 {C 

3 6. pa*lT*S, W^3 3~3 5 0^rn*- ^(CfB«ODfb^. 
3 7. R"j&«. SR»- (S) m- CITR'U C M 7;M^«K: «t OS 

U ml40T*«) <£&t\ W*5|3 3 ~ 3 5 gftclB*©^*. 
3 8. R 31 ^, 1R"- (S) m- £TR ,4 te, Cu7;WI/Sl;«tO« 

«*nTiriTt>«k^ i &M*2®<D&%m?&$t!^&%\<D 6 Mx&as&ft 

3 9. R"**«lft^nT^T'b«k^fc:«jy;uT?»s«f^3 7^3 

4 0. X^CHSftfiNSgl, 

R J, 43j;^R 22 co^-rn^-^^gMCMT;i/Zi + ^g^L,> M^SR 31 
- (CE) p-0-£*U 
R "£i =fc LK* R M 7&*zk&m^ fcgg L , 

R =fc R "rt^K /IB 1 

R 2 '^\ c„7;ws, c 2 . 4 7;u^-;ps, c«7;hf-;us (c w 7H;p 
s, c ! ,7;^^;n* e kriCu7ji/+r;i/S{i ( -tn-^n, Any>if$fc 

(iC^^n^vSfZcfcDSm^tlT^Tfect^) Sfctt- (CH.) q-R" (q 

41. R»mmmc,,7jinJrism&mi>, r^sr 31 - (ch,) p-o- 

42. r*^\ 7mm, 75;i (cic75/s©itfcfi2o*jfijRm 
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HTfe«ktr*), £7cteSR"- (S) m- (R"te, Cm7J^JH[: «fc 0 

saftsns i ~ 2 e©ft»ic^*^tnsft*fcH:3fciaiD© 6 jtttxn(£££& 

U m»0T$5) ^Ib- PJ&«l~4©S6jfiS:*^-r, «^4 0ifctt4 1l; 

4 3. P*11T*5, fS^4 0 — 4 2©^TO>- ^KlSEffc 

4 4. R 3, ^\ SR"- (S) m- (C;iTR ,4 fct, CmJ^JPSCJ; OS 

U mttOT^S) HfA}<^4 0~4 ^{Cl|2%CD<b-&#f. 

4 5. R'W, SR" (S) m- (uCTR'U C M 7^;Hil: «k OS 

U mteOT&£) ^Ib, prt*lT&5» W*I14 0 ~4 2 <£>(^-ftl7^— Igt 

4 6. R"fim&ZnT^Th£^¥Vi?JlT*&&m$im4 4Sfctt4 5fC 

(13)N-{2-^PP-4-[(6, 7-v* h^y-4- + /'JJW ^^->] 

7i-;h -n' -ynwi/7, 

(51) N — (2-?DP-4- {[6 S*5/- 7 - (2 -^e;UtKU yih + 
is) -4-^yj;H ^-^->} — N ' - (2, 4-y7MD7xZ 

(62) N- {2-^DP-4 - [(6, 7-y^h + y-4-^/'J-;i/) * 

(7 6) N- { 2 PP-4 -[ (6, 7->?^h + y-4-^t , /U^I/) 
t+y]7xUH — N ' -if;|/H7i/7. 
(117) N-{2-?DD-4- [(6, 7 - ^ h + y-4 - WJ^JI/) 
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(119) N- (2-^OD-4- [[6-/h + y-7-(3-Wij;yo 

(135) N- (2-^nn-4 - {[6-^h + ->-7- (3-fc?^U^yy 
□ #*>-) -4-^^-yjz:;U]^-^v} 7x:r;w -n" -ynt?;i^i/X> 

(142) N — (2-^PD-4- {[6-*b*i/-7 - ( 3 — fcf U h 
+ x) -4-^/'j;P]^-^i>} 7i"JH — N ' -yptf;u-j7UT, 

(143) N — (2-^nn-4 - { f 6-^h^v-7- (4-t'Uy)M h 
=^i» - 4 U;U]5f+->} 7xzjW — N ' -yntf;pr7jxT. 

(144) N- (2 -^OP-4 - {[6-^h^^>-7- (2-fM>jyx 

(145) N-[2-700-4- {(6-pt 7-[2- (1H-1, 2, 
3-h>J77-^-l-^JW X^y]-4-^/ij;H t*>-)7i-;P]- 

N ' -7"n tr;pr/i/7, 

(146) N-[2 -truu-4- (7- {[2- (lH-l--f X 
h^->]-6-^h + y-4- + y'JW ^•>)7i-^]-N' -rno^ 

(148) N — [2-7PD-4- (6 h^->- 7 - {[2- (4-^Wl/tf 

(149) N — (2-7DD-4 - {[7 - (2 - h h'O + yX h + y) -6- 
^h^->-4-^/iJJ^y) 7iXJW -N' -7n¥Jl<JUT, 

(151) N- (2-7nn-4 - ([6-/h^->-7- (3-WJ/7" 
P^^-» -4- + ;iJJ^+y} — N ' -T'atf^yJ, 

(152) N-[2-^DD-4- (6-*b*~>-7 - {[3- {A-^)V\± 
^VJ) 7°D^y]-4-+7iJjH 7xX^]-N' -ynifJ^y 

(153) N-[2-7DD-4 - (6-^h + y-7 - {[3 - (1H-1, 2, 
— N ' -7°n tVU-j? 1/7, 
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(157) N- (2-?OD-4-[(7 - {3-[ (2-hh*D + yI^JW 

-N' -7'Ph 0 ;l/9!/7, 

(159) N- {2-^PD-4-[(6-^h + y-7- {[5- (1H - 1, 

7izjH -N' -ynbf;i/<j7|^T, 

(160) N-[2-^nn-4- (7- {[4- (1H-1 — f^^VVJV) 7" 
h^y]-6-^hty-4- + /U;H **->) 7i^]-N' -7°U¥)UV 

(162) N- (2-^DP-4- {[6 h4^>- 7 - (2-WJ;i 
-4- + t!/'J-^]t+y} 7i-;W -N' - (2, 4->?7;i^ 

(163) N- (2-^DP-4- {[6-^h^>-7- (3-^J^'J7 7" 
P#*S» -4-+t7'J^]t*y} 7xz;W — N ' - (2, 4-=J7)V 

(164) N-[2-£on-4- (6-* h*->- 7 - {[3- (4-^WHf 
^75^/) •7°P#^^]-4-^^-V>J-;l-} 71-^-N' - (2, 

(165) N- (2-7DD-4-[ (7 - {3-[ ( 2 - t h'D + yXfjl/) (^ 
75/]7D^y} - 6 b=¥>>- 4 -^r±V0 =•)]/) t+y]7i- 

M — N ' - (2, 4-y7AtD7i"^) 91/7, 

(168) N- (2-^on-4- {[6-;*h^>-7- (3-WJ77 
P^x) -4- + /ij;^y) 7x2)W — N ' - (2, 4-y7^tD 

7x-;w ^ 1/7, 

(169) N- (2-7nn-4- {[ 6 - ;< h*'>- 7 - (3-t:'J^Mh 
-4- + ;iJil/]t*y} 7x-JW — N ' - (2, 4-y7iWD7x 

— ;i/) 9i/7, 

(170) N-[2-^7PP-4- (6-*h*«>-7- {[2- (1H-1, 2, 3 
— HJ TV—JV— 1 — -YJU) Ih + y]-4- + ;UJH ^v) 7xZ^]-N 
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' - (2, 4-y7MD7x~;i/) VUT, 

(184) N — (2-^7DO-4- {[6-^h^>>-7 - ( 3 - U >V :7°n 
-4-WJ-;!/] *=i^>} 7x.~)\s) -N' -y^;i/^7l/7 

(185) N — (2-^DD-4- ([6-^h + y-7 - (3-fcf^UvV^P 

(186) N — (2-*DD-4 - {[6 -pt N^>- 7 - U-tiUvVM 

is) -4-3F/1JJI] 7iZJW -N' - (2, 4-y7J^07iZ 

4 8. if*iii~4 7 o^-rn^-JKciBmco^tis^c^^-n^o^^ 
mitM , & j; # # # ^ e> & s » a» 6 sir -2tiz>mm<Dfemz.&m-ztiz>. 
tfi : *T#*4gt>L<ttjgttEfD«io, mm, umm&mmfc. m&Mmvo-?^, 

5 1. m&m i ~4 7 ©^-rti^— sifcaattofk^sfett-tneroin^w 



INTERNATIONAL SEARCH REPORT 



International application No. 

PCT/JP00/00255 



A. CLASSIFICATION OF SUBJECT MATTER 

Int. CI 7 C07D215/22, 239/96, 401/12, 403/12, A61P35/00, 
A61K31/47, 31/4725, 31/496, 31/517, 31/5355 

According to International Patent Classification (IPC) or to both national classification and IPC 

B. FIELDS SEARCHED 

Minimum documentation searched (classification system followed by classification symbols) 

Int.Cl 7 C07D215/22, 239/96, 401/12, 403/12, A61P35/00, 
A61K31/47, 31/4725, 31/496, 31/517, 31/5355 



Documentation searched other than minimum documentation to the extent that such documents are included in the fields searched 



Electronic data base consulted during the international search (name of data base and, where practicable, search terms used) 
CAPLUS(STN) 
REGISTRY (STN) 



C. DOCUMENTS CONSIDERED TO BE RELEVANT 



Category* 



PX 



Citation of document, with indication, where appropriate, of the relevant passages 



WO, 96/9264, Al (THE WELL COME FOUNDATION LTD.), 
28 March, 1996 (28.03.96) 

& EP, 782570, A & JP, 10-505600, A 

WO, 97/17329, Al (Kirin Brewery Company, Limited.), 
15 May, 1997 (15.05.97) 
Sc EP, 860433, A 

JP, 11-158149, A (Kirin Brewery Company, Limited.), 
15 June, 1999 (15.06.99) (Family: none) 



Relevant to claim No. 



1-50 



1-50 



1-50 



I I Further documents are listed in the continuation of Box C. Q See patent family annex. 



* Special categories of cited documents: T 
l A" document defining the general state of the art which is not 

considered to be of particular relevance 
E" earlier document but published on or after the international filing "X" 

date 

L" document which may throw doubts on priority claim(s) or which is 

cited to establish the publication date of another citation or other "Y" 
special reason (as specified) 

O" document referring to an oral disclosure, use, exhibition or other 
means 

"P" document published prior to the international filing date but later 
than the priority date claimed 



later document published after the international filing date or 
priority date and not in conflict with the application but cited to 
understand the principle or theory underlying the invention 
document of particular relevance; the claimed invention cannot be 
considered novel or cannot be considered to involve an inventive 
step when the document is taken alone 

document of particular relevance; the claimed invention cannot be 
considered to involve an inventive step when the document is 
combined with one or more other such documents, such 
combination being obvious to a person skilled in the art 
document member of the same patent family 



Date of the actual completion of the international search 
24 April, 2000 (24.04.00) 


Date of mailing of the international search report 
02 May, 2000 (02.05.00) 


Name and mailing address of the ISA/ 

Japanese Patent Office 

Facsimile No. 


Authorized officer 
Telephone No. 



Form PCT/ISA/210 (second sheet) (July 1992) 



INTERNATIONAL SEARCH REPORT 



International application No. 

PCT/JP00/00255 



Box I Observations where certain claims were found unsearchable (Continuation of item 1 of first sheet) 



This international search report has not been established in respect of certain claims under Article 17(2)(a) for the following reasons: 

1. [X] Claims Nos.: 51,52 

because they relate to subject matter not required to be searched by this Authority, namely: 

The subject matter of claims 51 and 52 relates to a method for treatment of 
the human body by therapy or operation stipulated in PCT Rule 39.1 (iv) . 



2. Claims Nos.: 

because they relate to parts of the international application that do not comply with the prescribed requirements to such an 
extent that no meaningful international search can be carried out, specifically: 



3. Q Claims Nos.: 

because they are dependent claims and are not drafted in accordance with the second and third sentences of Rule 6.4(a). 



Box II Observations where unity of invention is lacking (Continuation of item 2 of first sheet) 



This International Searching Authority found multiple inventions in this international application, as follows: 



1 . Q As all required additional search fees were timely paid by the applicant, this international search report covers all searchable 

claims. 

2. As all searchable claims could be searched without effort justifying an additional fee, this Authority did not invite payment 
of any additional fee. 

3. Q As only some of the required additional search fees were timely paid by the applicant, this international search report covers 

only those claims for which fees were paid, specifically claims Nos.: 



4. Q No required additional search fees were timely paid by the applicant. Consequently, this international 
search report is restricted to the invention first mentioned in the claims; it is covered by claims Nos.: 



Remark on Protest Q The additional search fees were accompanied by the applicant's protest. 

| | No protest accompanied the payment of additional search fees. 



Form PCT/ISA/210 (continuation of first sheet (1)) (July 1992) 



mmmm^ pct/j poo/oo 2 5 5 



a. mmv>mirz>ftm<Dftm am^m-^m (ipo ) 

Int. Cl' C07D2 1 5/2 2, 2 3 9/9 6, 40 1/1 2, 4 0 3/1 2, A61P3 5/0 0, 
A61K3 1/4 7, 3 1/4 7 2 5, 3 1/4 9 6, 3 1/5 1 7, 3 1/5 3 5 5 



B. USSrtfof;: 



W*«:«ofc*/MMH* (!BI&#fF#« (IPC)) ~ ~ — 
Int. C 1' CO 7D2 1 5/2 2, 2 3 9/9 6, 40 1/1 2, 4 0 3/1 2, A61P3 5/00, 
A61K3 1/4 7, 3 1/4 7 2 5, 3 1/4 9 6, 3 1/5 1 7, 3 1/5 3 5 5 



CAPLUS (STN) 
REG I STRY (STN) 



C. 



Qg-f-5£§sa>g>;MS;a:iSt 



PX 



WO, 9 6/9 2 6 
2 8. 3^. 19 9 

&EP, 7 8 2 5 
WO, 9 7/1 7 3 
^. 1 9 9 7 (1 5 

&EP, 8 6 0 4 
JP, 11-158 
M. 1 9 9 9 (1 5 



, Al 
(2 8 
0, A 
9, Al 
0 5.9 
3 3, A 
14 9, 
0 6. 



(THE WELL COME FOUNDATION LTD. ) 
0 3. 9 6) 
&JP, 10-50560 0, . 

(mm^mw^m ,15.5 

7) 



A (E«tii*^#l±) ,15.6 
9 9) 



(77 ^ y-&D 



mm-rz 



1-5 0 



1-5 0 



1-50 



iaj ^sgjgo&s^Sfc-mft^ -«:WR^7l<;2p^-r 

3tfifc (3 £■#-?-) 
ioj nmizzzm^ fern, m^mzn^-r^m. 
rpj mmmmamx, t^^^m^m^mmt^zmm 



r&j l^— ^vh^r 5 V— 



2 4. 0 4. 0 0 



02.05.00 



9*ll#fF/f (I SA/J P) 
100-8915 

*M«5=P^B EKiiiSHT S 4 # 3 ^ 



4 P 



8 2 17 



03-3581-1101 rtl 3491 



iSPCT/ISA/2 10 (12^) (1 9 98*71) 



mmmmm^r pct/jpoo/oo255 



m3S83k*S3JfL (PCT 1 7* (2) (a)) ©SjgfcJ: »K rcoH^DSS#^ttftroaA(- <t 0 a*#0>ttffl©— »Klol<>-CfP 
1. |x] If #<Z3ffiffi 5 1,52 re, ^OB^^M^j£Srt-Sr^^SL*V^j|«^5t>w-efe5. 

PCTSHU39. 1 (iv) KMfeistiZ r&HiXtti&mte iSAMi^fe fcf*S**-3. 



3. □ m&<oim re, ^JSf**c0«SiB-t?4,o-CPCTSfllJ6.4(a)O|g2S:&U5M3S:<C»^l; 



1. □ W«AiS^**i6»«aE^SmS:-f-<-C«l|IIrttc*»l«-bfc«>T?» i©ISI£IIS3£#£ftt, i-^T<£>SS3£RjW£fitJfi 



4. □ wwA^if^iiJiJBpac^^^fflMrt^ifww-u^Tj^ofcco-e, ^tnmmm&m'g^ n^mm<oikm^mm 



iSPCT/ISA/2 10 (JBl^—^oaaPI (1) ) (1 9 9 8¥7fl) 



